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(57) Abstract: A compound represented by the 
general formula (I) [wherein T 1 means an optionally 
substituted, monocyclic orbicyclic, 4- to 12-membered, 
heterocyclic group containing one or two nitrogen 
atoms in the ring; X means optionally substituted 
Ci.6 alkyl, etc.; Z 1 and Z 2 each independently means 
nitrogen or a group represented by the formula -CR 2 -; 
and R 1 and R 2 each independently means hydrogen, 
optionally substituted Ci^ alkyl; optionally substituted 
Ci-6 alkoxy, etc.], a salt of the compound, or a hydrate of either. These are novel compounds having excellent DPPIV inhibitory 
activity. 
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5 mm&m 

dp p i vmrnrnt vxmmtm%m&-( yy-^mmte&zx? 

10 V**?-?*?***??-?*-* I V (Dipeptidyl peptidase-IV : D P P I V) ■ 

<d^^ Y*®mmm*$m'rtt y ^^t~^<d i mxb%> 0 

* 9 , 4 > ? V =^ ^ (GLP-l ; Glucagon-Like Peptide-1 and 
15 GIP ; Glucose-dependent Insul inotropic Polypeptide) D P P I V\Z. ioT > 

m^fai-frm, ^mmkistiZo ^©dpp i viz^^^m^m-r^^tx, j 
(glp-iwgi p) izzzftmizmmisti^ y*=*-xmm\-£ 

twn^^y,|i^ T v>5 (#W&cmi.*m. GLP-i 
20 ^s^j^^ogg-^, *tcGLP-i amp mi&<D$r^ mmi&mft 

itlf»©Cti!)DPPIVpI»S s »»^©GLP-l, GI 

25 £*l/T:}3 ^^fc©rt^P,^DPPI VlS^j^^tL^ CD^^J £ & 5 5 - 
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(1) MDs©m mmm wmnxnk2&m 

(2) ■wm.mm^m, mmm mm^ms^m) 

(3) mimmW (intestinal disorder) <D^®5^ (##fMfc 4 #$D 

(4) m^m, mm, mmskm^m, mmm i&imxms, 6&m) 
5 (5) jfc^&r^w, mmm <&m?xwt7itm) 

(6) ^S^l (4$?M&l#flB) 

(7) MMA, sbmm> 18M£H»y *^©^Ru ftpRfT 

(8) ^vofK, f&^RI (^WfPSJtg, io#i) 

10 dpp i v&*aifcLTr3\ v^ojMabtvcv^as (#fF:fci&2~4#jR0 % 

C##fF:fci&K i ] 

Diabetologia 1999 Nov;42 (11): 1324-31 

15 m&wxm2] 

. Science, 262, 2045-2050, 1993. 

l^WWXWizi 

Clinical chemistry, 34, 2499-2501, 1988. 
20 Endcrinology, 141, 4013-4020, 2000. 
Diabetes, 47, 1663-1670, 1998, 
Life Sci; 66(2) : 91-103, 2000 

25 mimxm7i 

Agents and actions, 32, 125-127, 1991. 



WO 03/104229 



3 



PCT/JP03/07010 



2001, 166, 2041-2048, The Journal of Immunology. 

[*WBFX«9] • 

Br J Cancer 1999 Mar ; 79 (7-8) : 1042-8, 

5 mmtxMti o] 

J Androl 2000 Mar-Apr ; 21 (2) : 220-6 

MSfFifctt l ] 

i^WIO 0/5 6 2 9 6f /^7Us' h 

2] 

10 ^H#I 4 P^2 002/0161001 ■^■■^m^^i 
[#fr^tit3] 

HUS&BM&O 3/0 044 9 6f^7Wy h 
#S#fF02 0 0 2/0 1 9 8 2 0 5 -^^gg<2f# 

i5 _tiB©^t < % mmt Ltfi/£D p p i v®mtf?m*mi-z>ik&®<Dmm* 
p p i vias^/a *^*\k&m*wm'z> rti^s 0 

20 

#:iSr-a-^i-5 i b fc/*3frU rtb^o^^^^fcD P p i VEL#flsfl| 



WO 03/104229 



PCT/JP03/07010 



4 




^^LTV^T^ i J;V^C 6 _ 10 Ty-/^^g^^L-CV^T^ ) iV^5~l 0*-.^ 

S-o-co-, S;-co-o- v S;-nr a -, S-co-nr a -, 

5t-NR A -CO-S;-S0 2 -NR A -ffc^-NR A -S0 2 -Srt!!(ct5; 

20 g x Ce.^TU^S, 5~10lAfp7y^ 4 ~ 8 J|*^ n SiaaSK 
5-10 Jl^ir UTV-^C X _ 0 T**A>m, C 9 _ 10 7!)-;V Cl . 8 T*-* A* 
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5 feSI^^Z^HTO^^oZ^J-C (OH) =T'fcS»^Sr|^< 0 
- e T^=ar/^^ N S;-S0 2 -NR B1 -RB\ 5S-NR B1 -CO-R B \ 5£- 

NRB i_ RB2 R BX *J:tjeR"tt*Mai«&UT^J|(Mfcttc 1 _ 

15 S-CH 2 -CO-R^-R"(^ N R B4 ttm M^il^fc^-NR B 
6 -«r«*L N R B5 *5i^R B6 «^tb^^LT7fc^M^ C,.^;^;^ 
C s . 8 i/^7M;H, C 2 _ 6 T/^=,i^ C 2 _ 6 T^^VS, C 6 _ 10 T 
y 5-10 M-^^ o T V *-;vm< 4-8 7" n g| c 4 _ 6 T/>3vi^ N 

C 6 _ 10 Ty — ^C^T/VdrVW^fcteS — l 0i^fn7y^C 1 . 6 7;^ 

[23 Ti&n&mzftvx^xhx^ 
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C3] T 1 ^ 




C 4 ] T 1 & fc^<? S^- l fctt 3 -T $ / fc>^ V 1 ->f ,v 

15 C5] T»*stf^9^-i— f/i-as-e** Cl] 'BtoflitftfeKBto 
it * » ett h <D*fb46 0 

20 y^-^m&nvfc-tZo) xmt>ztiz>mx*bz ci] ~ cs] cDwrtta^iofc: 

C73 x^-x^-x 12 (5$* % x^ttnttt^fctt^^^^^ufet. 

3 ; X 12 ^C 2 _ 6 T^=^ N C a _ 6 T/H¥=-^a6*fcttfll»a£Sr^ru-CV>T 
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fc£V^^=/v££-ig:?H-5o) T?^$^51f&5 Cl] ~ [5] <ovvr*u&» 
b**#^fe»tf*LS*^2-(ttK:^b-CV^%J;v>7*=^a6*C&5 [6] 

C9] X«S3-^f/V-2-^7>'-l f^m, (7Vm, 

^< 1/ v^S* fc « 2 - ^ p n ^ 31 =/v3£T? & 6 Cl] ~ C5] ©V^*fJh»*»io|c 

cio] x&2-y^i/-i — r/u-as-efcs ci] ~ cs] ov^>ioic 

15 C12] z^sfijfjs^-efcDx z«as5£-cR a = (5$*, R'ttWNtEiiB* 
<z>R 2 £IDSca-c£>5„) "e**>*tb**-e*>5 Ci] ~ Cio] ©vvfjh,a»io 

[13] Z »#«E*Jtfpttfe !K Z'^-cr^ (g^ R 2 «»^1|B« 
©R J i:l^tiT?fe5 0 ) T?^fc>$tb5St?at)5 [l] ~ [1.0] ©v^tt^lo 

C14] R^akSftDR^fcttaS-A^-A^-A 18 A 10 ^TIB« 
; 
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*l-WT*J:v^5-l 0*^yiaTP-A'C 1 . - TA^/i^*ir4TIBWH6 

c**»6»3itf*t* i-3^©s*^ruTVNTfe ±v>c 8 _ 10 ry-^c 1 _ 6 r/v 
<mmmcm> 

CuT^a^ C 1HI 7^^a, hy7;vta^f;H, 5$- 
10 e T7mr^a6«r*!*i-5 0 ) -C**?*^^ ^-CO-R C3 -R" tej:tJ t^_ c 

15 tv^^c^t^*,^ TOWftSc«*e>SHE»i,* i-shom* 

UV>TtJ:VN5-l 0*^a7P^C 1 .,7^*«*fcttTEttiafiC 
W»61»*l61-8«omL W W^C l . 10 7P-*c I .,7A^ 
A*-***, CU ~ Cl 33 ©v^*»lofc|a«tofl3#||it > b<W:*©4t*fc 

20 <ttMC»> 

25 H 2 -CO-RC3_ R c4 ( ^ RC.tt^ »*W*ifc|M- NR o._fc 
*!fcU R C4 ^i^R C5 «^^^b-C^0^7ctt Cl _ 6 T/^/^ 
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^^n^i^a/fyji^d^fesji-efcs [143 -zf-ft [15 ] ^mm. 

5 [17] R 1 ^, *?-jvm, iXTy^^^vS, y }VHrxx^r /s<l/*?;vm^ 

2--f^-cfe§ s - ci;i ~ [i 3] (D^-rtifri^KmM&ik&yohvK tz^n 

[1 8] R 1 **, ^^V^fc«2-^Ty-<>'^V^-efc5 N Cl] ~ Cl 3] 

Cl 9] R 2 as, TK^JS^ ^T/», ^fc{^-A 21 -A 22 (^, A 21 **, 
^fgJDK^ ^HM^, ^;W7^=;H, 
^"O-CO- ^-CO-O- ^-NR A2 - > ^-CO-NR A2 -^fc^ 
-NR A2 -CO-l:fftt5 ; A 22 ^3j:^R A2 « s ^tl^fr^ UTtMO^ 
15 Cj.eT^/H, C 3 . 8 ^^nr/V« C 2 _ 6 T^=/1^ c 

^^Pr^S> 5~1 0M^-Tl^Ti;^-/VC 1 _ 6 T^V=3r/^*fc«C 6 _ 10 r V — 

^c^^r^jvm^M^r^o fcfdu, A 22 *5«tt^R A2 tt- ; e^- : etb^iAibrT 
iss^D^b^^tts i~3 m<Dm&%vx^xh£\<\)-?mt>£tiz>m-? 
20 &5 ci) ~ ci8] (D\>-rti%>i^iz.mm<D4k&mhis< n^<om.t±ti^ 

<stiDi> 

gm^Dp« % *I^> ^7/1, ^hnS, ^n^JUC^K C 1 . 6 7;^ 
25 NR D1 -R D2 R D1 *5itJ?R D2 {*- ; etb^tb^bT7K^Jl^fc»C 1 _ 



WO 03/104229 



10 



PCT/JP03/07010 



8l^faf^Srf!!fetS 0 ) T?^t>^tb5^*5J;^-co-R D4 -R D5 (5S: 
zttl?Wk± L TtK^M^^ C 3 _ 8 ^n7 * fc « C j _ 6 T jV*,vm * 

5 [2 0] R 2 25 x *fjfji^ i/T/S, */pjK^^3£, C 2 _ 7 7;i-n^^;^ 

Di^»fes«tL«i^©sSr^rL-rv^r'l>J;v>c 2 _ 6 T^=^ > TlE«m 

15 D l»d»fearfti/« lfio3£*^rUTVNTt>J;V>5~l 0^rn79- /v^Sr 
«*i--5o) ^^b^tLS^-efes Ci] ~ Ci 83 ovv^ft^iofciE^te-a* 

<«MDii> 

20 ^-CONR D7 R°« R° 7 *5j;^R°B^^tLa3ibT, * 

»tfcliC 1 _ 6 7;^;Httftt 5o ) "teibSjh/Sak If a y i _ 

C2 1] R 2 ^S X V7/1, C^eT/Vadp^^fcfi^-A 25 - 

25 A 28 (5£<K A 25 ^, mmm*. ^m^fcfi^-NR A4 -^r«^ 5 ; A 2 « 
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os^tLti^c^eT^s, tibs&sd im*s>mi£tiz imam* 

^bTVN5C,_ 8 ^nT/P^**fe»4TfB*iteSD1^6>atf*t* lft (0 
3£^UTV>*7*=/i^S) CI] ~ Cl8]"©V^-f*t*» 

5 <1tmSDl^> 

>f =;H, C x _ 6 T;v*,vm& <fc TJ? C 4 _ a T >V a 3r ^3S*» ft 5 If 

10 *-T5o 

[2 2] R 2 d5, zkSfl^ ^T/S, h^^3Ss *;M*/f^7x=;vt 




15 A 2 8 *5 J: rj? a 2 9 ttMWOtfL LXfrmm* £ fc tt c t _ a TVi^^g 

5 0 ) C 1 3 ~ Ci8] ov^n^ioicfsifeo^^^ 

[2 3] R^TMtiBHS ^7/»*fctt2 -*^^/U7x= ' 
T?*>5. Cl] ~ [18] OV>i»n*»lofc|B«©^^t>U<W:^ott*fctt^ 
20 ttb<^7k?n#/„ 

[2 4] MSB— ^ (I) IBttCD^^S, 
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7- (2-^=;V) -2-^7^-1-^^-8- (V^y*?^- 1 -J 
>V) -l, Ko^y 

3- -5-^^-2- (tV^^-1-^/V) -3, 5 

-e?tKD^^y [4, 5-d] 

5 2- (3-7^^5^-l-^;v) - 3 - ( 2 -^n^) -5-^^ 
^-3, 5->^fc Knxf [ 4) 5-d] 

2- [7- (2-^=^) — 6 _^y_ 8 _ (f^^^^-x 

— fAO -6, 7— 5?t Kd- ls—2.—4}V**c%/\ s<l/?/T^h\ 

7- (2-^=/V) -1- (2-i/7y^i?;V) -6-^y-8- (fc° 
10 ^7^-1 — fVV)-6, 7-^fc Ko-lH-^yi/-2-*;V#=MJ;K 

2- [3- ( 2 - -f^-^jv) - 4-*5-y- 2- (V^y&ls-l-^ jv) - 
3, 4-^tKP^5^/ [4, 5-d] t°y 

[2 5] CD ~ C2 4] IBttO^^Sr-g-^r-f--5E^o 
C26] C D ~ C 2 4 ] IB*<D^^Sr^^r-t-5 ^y^J^yf-^—^ 
IV|?a*^J 0 

C27] ci]~C24] mm<Dfci?w t m%mffi®mt» b^z mmm®o 
20 C2 8] cd ~ C2 4] mmwk&Mz^^zmmm&Bo^M-i-tctem 
mi 

C29] cd~C24] wM.(D^m^^^mmm, mm, mm^m. 
aids, >w®Mm, m^ire*^ jfiL^tf^, toje, issEi^a, tw^- 

25 C3 0] CD ~ C2 4] lB«©^^^^-f-5, ^Plg^l, *su*>n 



WO 03/104229 
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[3i) ci] ~ [24] mm<Dfc&Whv<n^<Dm.*t£te*:titb<D7k%QM 
C3 2] mm?>m&<Dtc}t><D, u] ~ [24] mm<Dit^-mhv<^<Dm^. 

10 [3 4] -jRSt 



5* 




O 
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5 ZMtitf-Z ; 

X°i4f^ISrt b-CVNT ^ J; V> C 3 _ 8 is* n LTV^T 

10 "CV^Tt ) J;V^C 6 _ 10 Ty-/^C 1 _ e r^dr/^S^fc«*m^%^^LTV^T^ i< J; 
VA5~1 O^r P7 y -;wc i-eT^^H^tS ; 
R\ Z^itfZ 2 ^ f&iB ci] ^©R\ z^^t^z^^^TO^-e 

C35] 

15 





20 C3 6] 
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0 



C5£<K R\ R\ T\ z l *U:t*Z»H:* mm Ci] «t>©R\ r\ t\ z 1 
C3 7] — jRA 



C3 8] -jrs: 



o 




o 




CsS'K r 1 ^ Mia ci] ; 

T 1 1 fi> An^yifjfeitt 
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C3 9] -ib&z 




C4 0] -jR5£ 




T 2 1 ft J: X$T 2 2 r* * *t ^TOft :fc t, o ^HSC^Sr*!*-r 5 ; 
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C4 1] 



[4 2) 



15 ; ^^btv^T^J;v^c 6 _ 10 Ty-^s>«g|^^•LTv^Tt>J;v^5~l 0*^r 

. xtsT 1 * (om-^m^rr^m^b^^m^xh^w 



o 



X 
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i^^aS«r#!*i-5 ; A 1 ^ 3M£<g% tt*JK?\ x^7^=;H, x 

5 Jlsfr—SU^ %sU7$~/UMs S-O-CO- S-CO-O- ^-NR A -> 
S-CO-NR A - N S-NR A -CO- ^-S0 2 -NR A -^fci«-NR A 
-SO a - ; 

C 2 _ 6 T/Wr^g % C^eT;^^ C 6 . 10 7!)-;VS S 
10 5-1 0A^TvYV~/i,&?Llttt4~8^T*naa&&nm?Zo fc*?U 

15 <B^BS¥> 

mmmBmn, 7mm, ^r/m, A P yyg^ c^gT^/n, c 8 _ 8 
*/^m/Hi, c 2 _ 6 r/v^=/^ c a _ 6 7VK*=/uak c a _ 10 Ty-7v 

& 5-1 01^137?-;^ 4~8I^toIj5:S, d^T/Va^r^ 

c i- 6 r ^*^*aa8 j: co-r b -r b w > r« wm*. mmm¥. 

20 ^-NR B3 -Sr#*u. R B2 *5J:t^R B3 «;- ; e^tb^iz:br7Kmm^ 

T/V^Cj.jV^T^S, C 2 _ 6 C 2 _ e 7;^=;l/S N 
C 6 _ 10 Ty-/^ 5-1 0^foT!J-;H, Ce^oTy-^C^^;^ 
/I'm, 5 ~ 1 0 A— UTV -/VC i _ fl T/V*jum, 1 - tf a y l - 

V -si>m, 1 - tr^95?=A'aE*fcW: 1 - fcV*!> i?A«**!PH*«.) 
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m>h&Mv>-fcmm.?h* i mm^xwmztiz-mvmx&z, mmm i ~ e m 

1-^/V^s 2-^/^ l ll/f-jvm. 2 

^/I^ 2-^^-2-^/V^ 3~^^U-2-^^m, 2, 2—5? 
^f;i^-l-/o^ 1-^dr^v^ 2-^**y;vm, 
25 2-^ ?vk- 1 -^=f- ;v ^ ^/V- 1 ; J^^yl^ 4 - p< ?vl— 1 - 
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20 

l^f-^m^ 2-^^-3-^^/VS> 3-^/W- 3-^>- 

2, 3 - i?* ^;v- l - zf=f-jvm, 3, 3-^^-1-^,1^ 
2, 2.-i?*J-;v-l-zf^;vm, 3, 3-^^ 

;V-2-7^;Vm, 2, 3-^^^-2-^/VS^Sfe{f ^tu5 0 
5 #M»fc:*5tt5 rc 2 _ s 7Vl^=A-^j if*, ^^C2~6fiOitt^^fc 

i -yu^-^m, 2--7x2^~si>m, i-7T~;vms 2-z?T-^m, 3- 

if feiiSo 
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*^^S^ 2 ?vV- 1 -^^^-dr^ % 3 1 -y^V^-^^S, 

5 2-^^^-2-^/V^-^r^^ 3-^^-2-^/^^>^ N 2, 2- 

f-jV- 1 -7°n f/V^-df-^^ l .^i/jV^is^ 2 

3 — ^S'/Utf-^S^ 2 1 -^i/fvl^dfV^ 3 

1 -^^/I^^i^ 4 *f-)V- 1 -^>-^/V^-^v-^ 2 2 - 

-^^Vl^drS^ 3_^, v _2— 4-^^-2— <^ 
10 ^Vl^dri^ 2-p<^W-3— <^^^-df^ % 3_^^ v _3_^^^ 
^-^r^, 2, 3-^?vV- 1 -^^vM-dF-S^aU 3, 3—^^—1-^ 
^V^-dr^ % 2, 2-S^^vV- 1-^/^af^^ 2-rn^/V-l-^ 
/M*3r 3 , 3 - ^ 9vW- 2 -^^W^VS, 2 , 3 - ?vV- 2 - 

2-7 p ntf/^dr^/^=^#^fe(f £>*V5 0 
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*wmmz&vz t^wi/m^i tn, y?mm*, mmm*. %mm** 

-/Hgs 7 f-rvT^-Asm. wry -sum, wy^m, 
*y$$?^«t % t^^at hyr^s, K-/vgt -fy^K-vnst 
is >-*v-/u* % *n^at, *yy^at, ^y^yy^ wyyg, ^ 
^y^st, ^*ty^ -j-^ys?^ y^^gjt, yy^, ^ 

^ y y-ymt <f z ^y ^ y ^at, t°o n t« y s^gt, tr P * 
20 t> y y 6^5. r 5 ~i oi^rn . 

~/m> >r s ^v-yi^st i, 2, 4 - h y t/-;h, ;vat; ^7-7 
73/k -^ tr^y-vw** ^if^t f7^7/-^i, wm^m, t° 

26 y-/uat % -s^x-f ^ ^-/Htsr&ff 3 - 1 ^s-e^ > £?>£P£L<ratrys?>< 
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*w*B#fc*s«-« r5~i o^fBTU^Sj ttt, mm r5~ioM^ 

<3»4M!irfij|£^&i~2«^WTfcJ:< % 

^yy>«, r^^m, r^^at, rhnKp??^ ^h^tKnt- 



*b*»«rS!*-fS.) T?«*>**LSat«i^S:abrf5r:fc^T»t5 0 y$R r4~8j| 
"^*«J t*5V>T^b<« % fny^S| % X^VVlsm. TVs*>^ * 
V I'M, f-^/u^ y f^y^yf, i?th'n77^-2 

20 f7/y s?vat«r*!*r«. 

*mt®mz&vz r4~ sji-^nat^j atria u-sji^nstj 
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*wmm-tetfz r5-ioi^P7y^c 1 .,7^iSj twtawa^ 

H rc^.r^/uagj ^©^©7K^0^Sr,StrfB^ rs~i oi^fo7y 

*W«B#fc*5W-« r4~8*^nJSc 1 _ 6 T/V^^j fiMlE^« rc,_ 

15 **V^J|l««fcttzaW^**4-l'2A^TBWatl fctt, «ME£*L 
"rwct>J;v\ 

20 5£ 
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<Bt&&ss¥> 
io (i) Anyyif, 

(2) *gfeg N 

(3) 
(4) 

(5) ^r;i, 

15 (6) */V^/U26s 

(7) jtMHtf^S/yl^ 

(8) hP7A^-n^^A«, 

(9) h^^tn^h^S, 

(1 0) T^sm 
20 (id 

(1 2) 5/S*3it^ 

(l 3) sS-t^-t 2 * T^ri^te^ Ci.eT/^wyS, BS&SfjRlC^ 

A-co-, 5£-s- % sfc-s (o) - % 5£-s (o) a-. S-o-co-, 

i-CO-O- S-NR 1 -, S-CO-NR T -, S-NR T -CO- 5£- 
25 SO a -NR T - S;-NR T -S0 2 - ^-NH-CO-NR T -*fc|l^-N 
H-CS-NR T --e^$^5^<lrit^-r6 ; 



WO 03/104229 



PCT/JP03/07010 



26 

i o n t y -/us* 4 ~8 gk^T u m^m^M^-r^ 

<«&^ts£> 

T*a * C , _ 6 T **A^j«* «fc C 2 _ 7 T^a 

(1) ao^^ 

(2) *Sfeg % . . 

(3) VT/S % 

(4) #/V/J?^->yl^ 
( 5 ) h y J. ^/I/I, 

(6) h y -yjv^rxi^. hdri/^ N 

(7) 7>;/s 

(8) C,.^;^;^ 

(9) C 3 . 8 i/^P7/^;H > 

(10) C 2 _ 6 T/V<5r^/VSs 

(11) C 2 _ 6 T^=/v^ 

(12) ^r^g^tf 
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(1 3) Cj-.T^a fc5#&a>tf 5i b&X%Z> c 




R 35 ^ 



,40 




R 31 ~R 44 te, ^rtt^tUfiirLTJifE m^m^VX^Xh^} X 
^^rnn^^fim±VX0^ftni^M^^o)Xmib^^^M^?> o 



,31 _32 



K R v / R R 31 R 

i w - " 3 * HQ' - *" * fci * 

D 35 \,34 _/ \... , 



i N R 33 



NH 2 <f \ R 34 

O^f, r 31 s r 3 \ r33 x R 3^j- 0?R3 6 !t **LJe*i4!W: u-c r«&£& 

^Z^£r*3fe1-5 0 ) -e^$ttS^^rlc5feL (fc£TLR 31 N R 32 N R 3 \ 

i5 &£VR* 5 <D5ib'j>?£<£h3miz7kmm*xibz 0 ). s&fc#*L<r± % ^ 
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»— N NH 



/ \ / 

\ \ /* \ 




N NH 



5 *W3»#fcte»tS 



S N v NH ? N NH S N NH 

< \ — / i \ / mtziz | J 

10 «r*&H-So 

15 fc*5V^#*b<f4, 55 
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R 3 \ R'\ R 3 8 > R 34 *5j;^R" f4> ^^ 4Lt r«&&£.. 

mm^ttrnvk-tZo) -emfrztizm&mtizv (fcfc*u 3 \ r 32 x r 33 , r 3 < 
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NH 2 



HQ K> 

NH 2 *NH 2 

io mm^m^m- rm&mzmvx^xhz.^i xm^^n^m^^mtiti^m 

15 «*ffl#{c:*5tt5 ^T^^m^VX^X^^^V^-l-^jumi t 
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hC^ NHa HQ HO 




NH 2 




HO 



NH 2 -NH 2 



? — N 




NH 2 




NH 2 *NH 2 

15 *ift^riB*«w&fcr5/3SSri«^rurv^t>j:v^ rr^^-i-^/vsj & 
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4 \ S-CONR"R" (5$*, R« T a8J:t5R 4T: tt % *iX^tl«lSfcbT**IK 
l*»fe2«©«ljU6^uxv>Tt>J:v%c 1 _ 8 7'^/wS*#!*-rs. 

io hzm&te r-A^A^j •cioo^t^ts,, 

MissS (i) r:*3v>t, rz 2 ^-cR 2 =T?fc5^ R^JiotR 2 ^— » 
l^ot5~7Mi^Lt>bm^j fWfflB-jRS: (i) .-e*fc*ix«'fk 

o x 

«tF\ x^^^/i^ */V2Jwi^ s tMJUSSr^LTVvCkJ; 
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=^*ifBa, -7«rjvmm» ^w^awft, ig^s&i, ^^^BWft % 

15 dSfetf^^5„ 

ftttt&S&o&s uv^t L-cw:, iitft h y e^At, * y ?Ai4if©7 
25 ftttT&s. 
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^U•CV^T^ < tV^C 8 _ 10 Ty-/^^e^S^LTV^T^ i> };V^5~l Ol^f 

•m~Asm, s;-o-co- s-co-o- ^-nr a -, ^- co -nr a - 

S-NR A -CO-^-SO a -NR A -*fc^-NR A -S0 2 -SrIftt5; 

20 Ss C 6 . 10 7y-;H, 5~10M^fo7!J^S, 4 ~ 8 n 

£ fete C 2 _ 7 T7V^*^#=^^#9fei-5 o 
fcfcU A 2 feJ;^R A ^^tba*bTTiag^BS^^e>^5^f>51{* 
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*t5i~ 3 mom* m Lx\,^xh£v\) •ct^^^sMt^tSo z 2 # 

frtcl^ ©R l 35S**|R^t**>ij Z^SMJR^-efcr), ^oZ 2 ^-CH=^? 

5 *>s»# N ©z 1 *g[#j|c^'Tf*,ij, a>oz 2 a*-c (oh) =-e&3^£i&< 0 

10 5-10l^fP7!J^ 4~8l^ralSI, C X _ 6 T^=^^ N C x 
-aT^^/^^-S, S-S0 2 -NR B1 -R B \ S-NR D1 -CO-R B2 ^- 

nrbi-rb2 R» 1 »J:tJ«R»«tt*ii«u^Lr*#«MJkttc 1 _ 

6 T^=Sr/^^^-f-5 0 ) S-CO-R Ba (^cfi N RB3 }44 _ 

8M^n^^?rS5fei-S 0 ) tSfc^tiSS, 5£-C 0-R b4 -R B6 ;}3 £tf 
15 ^-CH 2 -CO-R B4 -R B M^ R B4 «¥^ ^lS^fc^-NR B 
•-**!*.U R B6 *3J:^R Ba «^tb^tt^UT7K*M^ Cj.eT/v^ 
C 3 _ 8 v-^C2T^/^ C 2 _ 6 T^=^m, C 2 _ e T^=¥-,^ C 8 _ 10 T 

25 (2) Z l #««*«C*>5, Z 2 ^-CR^= R^iMiBR^^p^ 
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(3) zHmmm^^y), z i ^-cr»- R 2 ^BR 2 <tiiii:ji 

(4) T^msus^urv^txtv^ 



±v>br b y 1 — r/w-ae. sm&^vx^xh £v>t--<y 1 

15 (6) T l aStr^9^- l->TA'**fctt3-T5y ^y^-i-^/u* 

(s) x^-x^x 2 (5*^ x^-i^^tcitumm^vx^xhx^ 
*^^m%M&Tz';x z immmt:ftvx^x^£^c 2 _ 0 Tsi'&-,um, m 

20 ^^^bTV^T<>±V^C B . 6 T/^#=/^3e*fc^411«fe3£^ U - Cv ^ Tt><t v^7 




tfB y i ->r/nj % Wttfctf urvvct>±v*br*«y 1 

(5) T l #5* 



10 
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5 do) MlE^-x 11 -x 12 T^^^^5x^^:*5V^T, *i^UE^urv^Tt>J:v^ 

7~~ji-mtK ykmm, y^mm^ mmm^s *?-»m, y^** 

10 (11) X^3-^^V-2-^ry-l-^/H, 2-^^-1-^,1^ 
(12) x& 2 l- u&x-hZfc&m,, 

(i 3) R^^WMfcM-A^-A^-A^-wfosjtaafi-c*,*^ 
m 0 A 10 ft.Tmmmmcmfrt>mt£tizi~3m<Dm&#vx^xb 

A 11 }*, SlifJ)^ M^^fctt^^^^s^^s ; 

20 Sr^bTVNTt>J;v>5~l OA^ery^vCj-.T^^as^fcttTgBfli^ 
£Ci£a>e>3ifcf;h,5 l~3^©SSr^LTV^TtiV^C 6 _ 10 ry-/VC 1 _ a T 

NRC1 _ RC2 R cl *J;^R C8 tt*tl^n3aS:bT**llR^*fcW:C 1 _ 
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h 2 -co-r c3 -rc4 R c3 fj: ^ s mmm**ti\tt-NR cs -z 

5 (14) R 1 ^, *3ftDK^ % Tfa«m*C^^M^Sl-3^©^^LT 

io <«&gcs¥> 

NRC1 - RC2 R cl *±VR ca »**M*iaacuT**jWMfcttc 1 . 

15 H 2 -CO-R^_ R c4 Rcaui^ «***fctt5*-NR«-* 

**U R C4 &«fctfR c Sf;i^e^^ 

(15) R'^i-^-A^-A^-A^-C^SttSXfcfeV^T, tfriBS&gC 

(16) R^s % ^^/vm, ^7/^V^;H, 7;vtPV7y^ye?;vS % 7 

(17) R^5 % ^^/V^fc«2-^Ty^^^/VgT'fc5'fb-a'#J e 

25 (18) R 2 as % frmm^ *ST;m, £/c«^-A 21 -A 22 T*3l|fr£;ft5g-T? 
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est*, A 2i as, mmm*. mmm^, ^^7^=^ 

S-O-CO- S-CO-O- 5£-NR A2 - N ^-CO 
-NR A2 -tfc(K-NR A2 -CO-^f!ftt5 ; A 22 *5J;^RA2( 4> 

5 C 2 _ 6 TA^~/l^ C 2 _ 6 T/V^=/V^ C fl . l0 7y-^, 5~10l-.f 
nry— /UM, 4~81^tdI^1, 5~10^fnT!J-;VC 1 . 6 7;^ 
^«*fer*C a _ 10 ry-^C 1 _ e T^/PSSr#!*-t-5 o fc«U A 22 *5j;rj?R 
A2 «tb- : e^SAUTTIB«mSD^^b^^tuS 1-3 lUlOg&W UTV>T 

10 <«MDi> 

«&gDpf*, ^77S, =hnS, ^oy^iSC^, 

& C,_,7^3^S, C,.,7A'*/ufti, hy7>tP^f;H > SC- 
NRD1 _ RD2 ( ^ R D1 *J:tJ»R»«tt*ii^n«a:UX**JK^*fcttc 1 _. 

15 8M^t3^^S^r^-|-S o ) T*^^tLSS^J;^-CO-R D4 -R D5 (^: 
f\ R D4 tt^3te-^ % @I^M^fe{4S;-NR D6 -Sr^U R D6 *5it5R D8 tt 

(19) R 2 a* x Xmm^ v-T^S, tf/WzJ?^^ C 2 _ 7 T/V=J*V;&7M?= 
20 /Vg, C,.^;^!, 5S-CONR D7 R D8 (^tfi, R D7 ^«ttJ?R D 8(J^^ 
WttAUT, 7tc*jSC^*fc«tC 1 _ 6 T^^«^lf!*i-« 0 ) T«t)^'5«fc 
f4^-A 23 -A 24 (^t fJ> a 23 ^, ^^*7c«^-NR A3 -^rS 
^-T5 ; A 24 *5£rj?RA3^ ^^tti4LT*i^, TfBg&&D 1 

25 3Btftb* l«<oajSr^rbTV'»r i t>J;V^Ca- 8 ^o7 , ^^i'3£ % TI3SMD 1 
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5 <f^SDlp> 
10 5H-5 0 

(2 0) R 2 ^ TK^M^ ^7;S, Cj.jT^n^^fc^-A^-A 2 
6 (5£*, A 25 **, K*jRHK I»4fc(i^-NR A4 -^t5 ; A 28 .*3 

<g&SD13*> 

^r/^> 5£-CONR D7 R°« (sfc.fi % R D7 fe J;U?R D8 fi^^^bT, * 
(2 1) R 2 ^ ^T^3£x * b*ism. *;W^^;W7x=;^^ 
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5 (2 2) R 2 ^tK*M^, ^T7S*fcf*2-*^^^^^^^/v^-^^-e 

Z^'itltz'fcHLm (1) ~ (3) (3) as.J:90£ 

bv\ T'KHt/rtt, (4) ~ (?) o«-c,"(7) as**#*i,v\, xmiiLT 

tt, (8) ~ (1 2) ©JKt? % (1 2 ) ^i!)^U\ RMcgBUTtt (1 3) ~ 
10 (17) <DMX\ (17) atJ;D«F*LV\ R 2 ^HLTfi (18) -(22)© 
JIR-Cs (2 2) *5J;«9#£LV\, 

flfflB— «5t (I) tr^^tLS'fb^^*5V>T, (1) ~ (3), (4) ~ 
(7), (8) ~ (12), (13) ~ (17), (18) - (2 2) 

15 

(D StriE-^ (i) T^stts-fb^ibicssv^, z'fc-iutz 2 , x\ x, r\ 
R B #. **ve*L, aK (4K (8)> (13)n (18) ^ fe ^^ o 

20 (ii) twa— aass (i) -t^s^sfls-a-tticaav^^ z^^^z 2 , t\ x, r 
\ rms, ^*t^tb, mm (2), (6), (i i), (i 6 ), (i 9) -e&ste-fr*. 
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(iii) Wim-~IB& (I) X-m£tlZ>fc&mzjS^X, Z^itfZ 2 , T\ X, 
R 1 , R 2 as, ^ti^fr, h&IB (2), (6), (11), (16), (2 0) X*hZfc& 

av) mm—m& (i) -emistizfc&mz&i^T, z i 3sz&z\ t\ x, r. 

5 \ R 2 ^, ^^frl, iifrlB (2), (6), (1 1), (1 6), (2 1) TfcSftrtN*. 

(v) M13— ^ (I) •Vm&tlZfc&'&Ofcte^X, Z x :i3«fcO*Z 2 , T\ X, R 1 , 
R 2 ^ % ^fi^tl, Wm (2), (6), (11). (16), (2 2) XtbZfc<$tW 0 

(vi) tfria— «5fc (I) ■c*§*t«fl2-e4bfc*jv^r, z^itfz 2 , T\ X, R 

\ R 2 a*, Jtweti, mm (2), (e), (i 2), (I ?), (i 9) vhzte&H. 

io (vii) tm—B&t (I) r-^^tb5^-a-%{Cl*5VNT, Z l &&XfiZ\ T 1 , X, 
R\ R 2 **, *&efa «trfE (2), (6), (12), (17), (2 0) -C&S^ 

(viii) fu|2-^ (I) ^$H5'fk^{J:*5V>T, Z 1 ilS.fctfZ 2 , T 1 , X, 
R^ R z -etl^tb, fffiB (2), (6), (12), (17). (2 1) -C&Sffra- 

15 

(ix) huIB— ^ (I) ■Vm&tlZfc'B-mziS^X, Z'&itKZ 2 , T 1 , X, R 
\ R 2 ^, WIS (2), (6), (1 2), (1 7), (2 2) -CfcS-fb-a^o 

GO MIS-^ (I) T?«§*La^^»JC38V>T, Z'&itfZ 2 , T 1 , X, R 1 , 

20 r 2 *s, mm ok ( 6 ), an, a 6 ), (19) x^^m. 

(xi) MI2— W& (I) -T?S^ttS>fb^^*3V>T, Z^J^Z 2 , T\ X, R 
\ R 2 ^, ^-etl, tulB (3), (6), (1 1), (16), (2 0) XhZ>ik-&® 0 

(xii) StffB— ^ (I) T?gc£*L5te##rtC:fcV>T, z'^iutz 2 , T 1 , X, 
R\ R 2 ^, ^tl^tl, mm (3), (6), (UK (16), (2 1) XtbZ>fc& 

25 

(xiii) fffiE— $55 (i) ^£*L5fl~a^-:?3V^, z 1 *5£u?z 2 , t\ X, 
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R\ R 2 a*, zti^ti, mm (3), (e), (n), (ie), (22) -efcsibi^ 

(xiv) MfE— (1) ^SftSfls-frfclEasv^ z^zuzK t\ x, 

R\ R 2 **, -ttt^ft, ffrlE (3), (6), (12), (17), (19) 

5 

(xv) gf|B-^S; (I) T?«$ix5fls^isnc*5v^T % Z'SoJ^Z 2 , T\ x, r 

\ R 2 **, ^Ttt^H> tfria (3), (6), (1 2), (1 7), (2 0) *C*,SflS^* 0 

(xvi) ttris— ^ (1) -em&tizfc&ygizja^x, z l *3j;t*z\ t\ x, . 

R\ R 2 **, -£*L^b, HtffB (3), (6), (12), (17), (2 1) 
10 <fe 0 

(xvii) MIS-^ (i) ^^ftsfls-g^icasv^T. z 1 *5j;tJ?z 2 , t 1 , x, 

r 1 , R 2 a*, *jvet^ wia (3), (e), (12), (17), (22) -efe^-fb-a- 

£*Lk©5*>, (ii) ~ (ix) fco^TWU (ii) ~ (i x ) ©ffi-cj; LW 
15 (x) ~ (xvii) fco^Tfct, (x) ~ (xvii) o«-eJ:9fiF^uv\ 




20 PI: b°^7i^>— 1 --T/^, P2 : 3 -T ^ / - fcf ^ y i ' ->f>a£ % 
2Btyn : 2 1 — T/^, 3Me2Bten : 3 - ^ ^;V- 2-^^-1- 

^C^S, Me : ^f/I/S, Et : ^/Vg, 2-CNBen : 2-->T S *<tsi?A>& s 
6F2CNBen: 6-7^-2-^7/^^ Phenethyl : 2-7*=^ 
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R p \ R» 2 *JJ:tfR»»Ht, JE-^natSCLTtr^y^^^^Ss Ny 
io r » 4 w: * - y ,i^ s * - z?*?-?v*J7 y fr&^<D*M 

15 ^^7*=>l/**S/iS, p-h/H^7t=W^36 s 5£-b (OH) 2X 
4, 4, 5, 3 , 2 ^-2-^/1/*, ^ 

-Sn (R-) 3 (^cp N R«fi Cl . 6 7;^S^t5 o ) *«*>*jb**4- 

R-tt, *-0-A»-«feStt5*^-S-A-«fc**b«aii,S:-N(R 

i - tr n y i?=;ws N i -^7* y i - s>=a*s fete i - tr 

^SV^C 6 _ 10 Ty^^^^-A0-A 1 -A 2 -e^^tLS^«^So 
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A !COOR ttxxT;vSmt5,C 1 . 6 7^;H,C,. ! ^P7^;vS > 
C 2 _ e T/Wr=/!^ C 2 _ 6 T/V^=/V:Sx C 6 _ 10 Ty-yVSs 5~10l^f 

C 2 _ 6 T/l^rrvi^ C 2 _ 6 7VV3r=;V^ % C 6 . 10 7y-;H, 5~10l^r 
B7 ^ ; ^ 4~8l^rni^ 5 ~ 1 Ol^r n T y /WC t _ 6 T^ 
Jl-MHi tc it. C 6 _ 1 o T y -/W C x _ 6 7Vl^;l^ £ 0 

C 2 _ a T/K^=/^ C 2 _ 6 T/^=^S, C e . 10 7y-;H, 5~101a7 

A 2NH2 (J75;i^tt5, C^^^S, C S . 8 ^P7;K;H, 
C 2 _ 6 T/V^r=^S> C 2 _ 6 T7Vdr^V^ C 6 . 10 7!J-;H, 5~10*Af 
ary— 4 ~ 8*^0^5^ 5~10l'S707y-;VC 1 . 6 7^ 

C 2 _ 6 T^=/v^ % C 2 _ e T^^r=/v^ % C 6 . 10 75^S, 5~10l^r 
4~8I->7P$^ 5~10t-.fo7y-;VC 1 . 6 7/H 

fc « c 6 _ x 0 t y c , _ 6 T;v*7vm%wm- 5 „ 

A co »"lt*^^iT5 KSSr^^TS, C,.,^b7 
C a _ 6 T^=/^3S N C 2 _ 6 T/Wdr=^g % C,_ 10 79^ 5~ 
10l^fo7y-;vS, 4-8l^faS^ 5~1 Ol^xn7!)- ; vc 

MJ3\ -MgCK -MgBr, -Sn (R-) , <=*;r^ R 1 fiffrfBjfeig t Hljft 
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,36 



,38 




R' 



5 



(^R 31 ~R 44 «S5fB^«t^a^5fei-S^, R 81 ~R 44 tf> 5 1^1**1, 



flUftvattffift (mm. m*%s asjt) ^dk*©^**^*-*-* 

15 JKfcSrSsA 
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[ISA l ] 

ft^ (la) [CAS No. 56 1 60-6 4-6]^ -NH-©«fH 
ft** (2 a) ^#5IiT?$>§ 0 K**fttt, ffiV^-NH- 

io #TO5r^TS5. 
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m^zzk&vt&o vm&mtt 1-2 maom&m^&z. t tw* lv\ 

mtx^xtt, mm±u?^ mmw^ mwtrhv M^y**, * 
10 as-eg? *. £©*HI\ 1 ~ 5 iffijBi>5 t t uv\ su&m&tt, 

0Wl5 ° tJ-eS^Srff u < iJilX'ff 5 i i 35-? 

[ItA2] 

(2 a) k{£&h(2 a-2)&Ejfc§U\ (3 a) 

15 feS„ 

*V^S % ^SFa^tLTttAfrWfcra, a-K**^, 3-K^n 
KJ&«tf?5#£\ ^Si b-cte, TkBWby f7A, zKUHfc;-*- h y r?^ Tkm-fb* 
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v>&. * x &m%v?^ mwttf*^ Tkmu: 

5 ift3£ttl-2S*^5i:4:m*bV\ 0 < C^t>l5 0°C-eSJE& 

[ISA 3 ] 

(3 a) © 7$L<D-<>>i?sum&BLMLX4k-£-m (4 a) ^#5Igtfc 

So 

#h^:t^ ^m/«#£t, ss«5i55Kj(SfcT % ft-a* (3 a) frt>\\&m u 

a) £#5 

So AMfcflteLTtt, gfc>fcB& % 

^ttlftO. 5 ~ 5 0 It%ffllN5 i i LV\ TK^ff 

20 [IIA4] 

it&W (4a) tft^|(4a-2) SrKjfc£li\ (5a) t#5Ig^ 

M(4a-2) iLTIt JWW&fc«*.Wf % 3-K^*^ s 3-K^*>\ 
25 -^C^-3-^^-2-7'7 1 ^(^T/l'<7-^WNyxi' h\ 
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KJ£«rfT5»£\ tSiim *IMb:y^-!>A % Mtofci-hVVAs *»fb* 

^y^A, ^t^<?A, 
y^*A % **fc?-MJ*A x jkmfcxyv^ ^vy^^A, ^^y^* 

1 ~ 4 £ Jfcffi V>5 i as#£ uv\ KjESjftfEw; 0tHl5 0 o C<z>m£-T? 

«MlttteJ:t«tX#ftTx fl^to (4 a) iM(4a-2) <b 
^ (5 a) m^H-Ct5 0 £©3§^\ fflUKfro. 1~2^», ^SSr 
15 l~10^flV>5it«U\ 

^(4a-2) iLTf4, X*Sfllijy£Sr^rUTV^t>J;VNC._ 10 Ty-/^ 

-B (OH) a fc£*>5, Ty-/u#n^l**fcH: N ^nry-^u^' 
^ffiVNTK^Srff 5rim^. i©^ (4 a -2) ^i~3^S 

20 /fV^£iaS#*LV\, 

KJfei&ftWU ^an^y, ^op^;1/A, 1, 4-S^MM^ 

25 N, N-^^VT^y try $?^&/BV<»$ 5. i«flEiLm Pfc 

( I I )> h y ( I I K (I I K J; 5fldf| ( I I ) ^ 
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[ISA 5] 

fc-fr* (5 a) fc^n^fltfflfcflejfcjSc.fc, (6 a) lr#5ISffe5 0 

^rtt<^5K, N-3-K£|i<i^5 Kmffsriws. £ 
©J; 5 fc'Nn^flssWij 1~4 SSJBV^ £ h UV\ 

10 ^MV^S^i tdST?#So £OSmSteO l Ca>£> 1 5 CCOMS-e^SrfTP 
[IgA 6 ] 

it&m (6 a) (7 a) ££0&£i*:T, fc&m (8 a) ^Slit 

feSo ft&m (7 a) ttl~4i§:£JlV^;i£;Wii:LV\ > 

15 ^«7h7tKB7y^ Tth=hy;K N, N-^gW^V 

■^TS K> N-^^tfny k>\ 1, 4— ^-*-y- 

^T-t5 0 hyai^T^^ % ^I£#y!7A N 1, s-^^^^^p 

20 [5, 4, 0] ^^irV&^ffiV^^aST^S,, JHI41-4 

[I@A7] 

flfr&ft (8a) ©3f©-NH-©MS«iaD, (9a) £■ 
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A, 1, 8— ^TiPfcf^nCS, 4, 0] - 7 - *^*-fc^#©4fta£fc ot^P, 
l-^MiMv^rias^t-LVN, 

5 * fc, R * 2 » Y y ^ ^/Vix y h T-A'mom&tZ. 7th=^y;K 
N, N-^?/l/^75 K, N-^Woy Ky, l, 4-S?J*-«3MJ-j^ 

7;M-y k\ -fe^A^i^y K^©:7^;*-y M*Hrot^f>i 5 o<C©t&S 
T-f^ffi ZitXs BJfcZft 5 £ £ So - ©l§£\ y KS*lgW: 1 ~ 5 ^ 
10 *JBv^££as&$u,\ 
[ISA8] 

flS-g^ (9 a) &?uMkhX s ft&m (10a) Sr#S±ST?fcS„ 

15 o e c^fei5o o c©m^T'H^fT5-t^i?ts 0 z.<om&, ^w^m\n 

M&itx 1 0 ~ 2 0 0 Hoiiffl v> 5 i £ dWt bv\ 

^©3M$£ bTf*#^MPI$n5t i ©-e}4/ c ev>dS, t-^h3->#/M?=^ 
y K>\ 1, fh7t Kp^9^ s h^iyai^v^©^^ 

■K *B£fby^?A, *g^b?-hy Tk^^y^A, ^y^?A, &jg 
25 ©{^fa^ota^ 1 5 o o c©ms-eM^*T#^tLSo 

[ISA9] 



WO 03/104229 



PCT/JP03/07010 



63 

tt&m (1 0 a) \z.\\&m (1 1 a- 2) SrKJ6§-fr % (11a) 

<b#^J (1 1 a -2) tl^Xtis A 2 -OH-r?mt>£tlZ>T/l'=i--Mk&!%)* 
tzJ&~7^J->V\\c<&m, A 2 (R A ) NH^-e^$tt5T^ Wfc"^ A 2 -S 

a -2) tel~l 0^#^fc«a*JtT?5~l 0 OlgJS^S ^ £ LV\, 

^^fr5^, mmtLXl-i, TkWtfcV^?*, TkMfc-ThV ?J±, TWb* 

y*^ My^ mm^-wt^ ^m^y?-^ Mt^7^, tms^ 
y^-k, Tk^ffb-?- h y TK^k^y »7iN, ^/vy^?^, ^^/wy^«7 

[IgAlO] 

(10 a) (1 3 a) Sr. &Jg/«#:£T£Ok£it\ (1 

20 2 a) 3r#5im-e$>5 0 (13 a) 1 ~ 5 0 USSfflV^ £ 
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S*S:«rff5»^^ tStLm TkMibV?-?^ AWHk~)- h V}J», Tkmt* 

y^!>^> TK^fls^hy^A, *m{£#ytr^ yy^D^ yf^A^ 
h^f/V^y;V7U\ ^hy *7J»\f* hV *<f-frisD»>T% ^y^^t* 

[I@A 11] 

tt&m (10 a) £Vr/Ybf*3£i:SJ&£i*\ (14a) 

MitLtfd:, fll&tfTirh-hy^K N, N-^f^A7>; k, 
N-^^ifny K^, 1, 4-^^-9-^ irh^fc KP7?y, ^ J>3-> 

[ISA12] 

fl^ft (14 a) ©'✓'r/KSrJq^^LT, fb-^fc (15 a) 
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5 1, 4-mty N fh7tKP77^ ^^y-/K.x 
KJ&Srfr5»£\ LtlJ, *MWfc* JJ !7i>. N ^cBMfc*^ hP^A, ?kM4kV 

Rjfcfil* B\ oichiso 'CwiaarcftMB **TR^Srfr 5 n £ sjs-e# 5 D 

[ISA 13] 

fc-fr* (1 6 a) ©R» 8 «rjB#«LT, (1 7 a) ^#51^5. 

\\&m (1 6 a) iU, (1 la), (1 2 a), (1 4 a), (1 5 a) ft 

15 2f£-JBV^5£ia5-e#5 0 . 

R pS <^M^^<D^#Ko^-a3:, -NH-©«flB£©j»|KRj«:fcL-C, - 

-ft-^J (1 0 a) M^S'J&T-fcS, 



" 18. 



o 

CI x 



Zla 

22a 
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14] 

<k&W (18 a) Sr^n/WbUT, ft&m (19 a) ^#5Igtfc-5„ 

10 3£©tfrg-H: % 7tkM)^ N, N-^W;^7 5 h\ N-^f;Hfn 
y K>\ 1, 4— S?J*-3MJ*i^ f b7t K»:7 7>\ £?pt >. ^Va:^ >-^(£>$^ 

*s&w^?a x *iMfc^^y^A % m^^a, 

^hy?A % M^^A, ^i?^?^ ^^TK^y^A, #H***<?-h9 

15 fitSIW^SrOlCd^ 1 5 0 < C©M-C^$^T#^tb5 o 
[IgA 1 5 ] 

(19 a) *r*B#Jn*^UT{&#4& (2 0 a) ^#5IgT'fe5 c 

"eSJft&fr 5 £ t as £ 5 0 
[ISA 1 6 ] 

(2 0 a) kit-&m{2 1 a)SrSJSSS*, {frg^fe (2 2 a) SrfSIg 
25 -T?fc§ 0 «JtfrfeAO[^|A2] t ra«©*#-CSJK^ff 5ii«ST?#5 0 
tt&m (19 a) «3ft©J3'mT?fc<5. 
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HN 



X H 



[XSA17] 





[XgA18] 



23a 



24a 



25a 




C NH 
7a 




,P3 



N-R 



[IHA20] 



CI 



19a 



[ISA 17] 

Mfe (2 3 a) [CAS No. 1 0 7 6 - 2 2 - 8] t fc&&(4 a - 2) £ 
*lfcR&S*<5 (2 4 a) *#5Ifi?ji>5 0 

5 MSI&f&Atf) [IgA 4 ] t ra«©&#*eEJ£«:fT 5 i £ dST*# S 0 . 
[ISA 18] 

tt&m (2 4 a) fc^n^Wb&ISrSJS&S*, fls<&4& (2 5 a) &#5lS-e 

So 

Mjt^&A© [ISA5] kmm<D3kflrT*Kl&i:ft5zb&-C%5 0 

10 [IgA19] 

(2 5 a) Sri>Ct/HkUT, (2 6 a) ^5lgT?fc5 0 

&j&4kflrk Lxfzmzmmztizhwtetewi, (25 a) ^tw- 

[ISA 2 0 ] 

Q&m (2 6 a) fcffr&fcr (7 a) SrSJ«**"C^:^ (19 a) Sr#5l6 

m^&ao [isa 6 ] kmm<Dmj&$i¥t~?m&*ft5z. t^r-^s. 

20 SIJfcfrafeB 
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7b 



[X@B 1 ] 

(lb) z^^Mk^fcm^ mm*wmvxfc&w (2b) 

^ h ^ tKl3:7 ^^ *?/-/w^?y 
-sv&<D®m*P. +***?nffxx % K3rO c Ca>£> 1 5 0 < COjfi^-C^§^ 
%.s 3-1 O^acOM^tl^-C, Otd^l5 0lC©IS-ef^^ 5»s» 

[ISB 2] 

^-a-^ (2 b) c^py^s^^f, ob) 

^n^HbroSM#tLTtt N S^t^AO [IgA5] ^i©^^ 

15 [IgB3] 

(3 b) Id-ffc-e^ (4 b) SrS&S*, <f&£4& (5 b) 
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[ISB 4] 

ft&m (5 b) kfc<&m(5 b-2)^SJES$^ (6 b) 

fc5„ SS15t*-&AO [IgA2] t^1&<D$kft-T*ELl&%<jrt5 ri^ts, 
[X@B 5] 

5 (6 b) ©R'^MU, -fb-a-^ (7 b) ^^X©-efcS„ «5t 

#?feA<o [isai3] tmm<D&ft-?Eijfc&ft5 -tm-x?%z 0 ■: 

-klESSBfefr&A© [lgA6] {d&VNT, fc#4fe (7 a) ©^«?{C S H-T 

^X'mfr&tizfc&M (8 b) [igA6] iin«©^#Tr^^$^ £ 
io feic_LiB cx@A7] ~ [isa 13] ^itm^rtia^ 

9b 

~?Mt> £foz>fc-&M (9 b) ^#s::i/i)s-t?#5 0 . 

-hlB^it^BO [ItB3] fc*5V*t\ ffc^ (3 b) (DfrfrV) fc % H 
-T^-e^^tbS^^I (8 b) ClgB3] i|^#O^T^iS^^ 
15 ££>}C_hfS [X®B4] ~ [IgB6] £M:/8v^^£fcj; 9, ^ 

10b 

-e^^Mfc-a^ dob) *nz>zk&x*%z 0 te-S^ (8b) tt-c^ 
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X 

Kin A 
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14o 
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[X©C 1 ] 



(i c ) k\\&m (i c-2) s^s^ (2 c ) &#sxa 

5 [IgC2] 

(lc) ^^y-/v^^^^ ^ m (3c) ^ 5I g- I?fe 5 o 
S^#^L-Cfi, #{C$iJKS$tb5^0-T?«^v^S, fc&m (2 c) Ocr* / 

10 [IgC3] 

fl5-S4b (2 c) fc&H (4c) (5c) ^ # 

[ISC 4] 

fc-£4fr (3 c) £fb£*b (3 c-2) {k&b (4 c) S3j;tr (5 
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ITMC 5] 

te&m (4 c) tefc<&4& (6 c) SrSlS**; fljfrifc (7 c) ^fsigffe 
[ItC6] 

ft&to (7 c) ©ftT? K-fcS/SMl?, \\&m (8 c) ^Slg-CfcSo 
N-^f/Ufpy K^, 1, rh7t FP77^ 

15 MtT5^im5„ 
[I@C7] 

fls£-4fe (8 c) <o*^>vft&m&Ri&is^ ft&m Oc) SrfSIg^S, 

20 o~i. sstfflv^rt^u^ 

&® (9 c) Sr#SrijjST»#5. 
25 y !7 A, hV ^>VT ^ ^ N, N-i*Y y^a bTA^x^T 5 ^©4ft 
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1. 0~l. SSlffl^Sii^ux, Mtirtt^ T-feh^ N, 

1 o o "cx-Rife*?? 5 - t ^t?^ 5 e 
5 [I$IC8] 

Ybl=^ (9c) ^P7jc^-f-s^i^J:t9 N ffc^ (10 c) Sr#5XSt?fe 

So 

10 ?,8 0tOlSt\ SMfT5rtm5. M:5~5 o^&fl^ 

20 [lgC9] 

(i o c) te»5caa£KjEfi:$* % die) r#5iitfcs 0 
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5 [IgCIO] 

fc*m (11c) ^Sratrtia?), (12c) 

10 /PA^Srfflv\ 2 0^?>8 0t(D|lStIMm\ (12 c) §r#§ 

^S^-«l;^^^:ffiv^e>tbTv^s^#-effv\^^(l 2 c )^#5ii^5„ 

.SMfctffltt 5 ~ 2 O ^A/B^S £ £ LV\, 
[IgCll] 

15 it&m (12 c) (i3c) *Kmis^. oc&m (17 c ) ^#51 

®-efeSo -fb^ (13 c) «2~1 OMf-ftJBV^wttfWlfeL^o 

l-7 5vV—2-fn y 1, 4-$^M^ % f b7tKo77^ 

h^^^coM^a^fcttu 3*?gg£T\ (12 c) (13 c) 

20 U 2 0°C2»£> 1 5 Ot;olUlT0S^\ 4fcG4fe (17 c) £#3^3*-? 

OTMC12] 

K&m (1 2 c ) t^t F7^y^^f, fti-a-^ (1 5 c ) 

25 ^tt2~l O^irJBV^r iaS#&LV\ 
[ISC13] 
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K&m (i5c) tib&m dec) zmteRfoZMzz tizzy , o&m a 

7 c) 5r#5Xa-efc5„ «at*»A©[3^A23fcR#0*#TKJtS*fT5J:" 

£ as-et So (i6c) « i ~ 3 m&m^z r t uv\ 

[I8C14] 

5 te&ta (17 c) OR" 3 Sr«@|bT, ft&m (14 c) ^#5lfefc 5o 

exec is] 

fl5£4fe (5 c) Wk&m (6 c) &£D&£i2r, (18 c) £#5111-? 

10 CXSC16] 

fl^fc (18c) ©JD7K^?S^{' J; 9 , fltfMfc (19c) ^#5Igffe§ 0 

^* (i 8 c ) *4taiflq9ETs o°c^^ i o o°coja^-cM/^^m\ (1 

9 c) Sr#5itdST?*«. 
[X@C 1 7] 

20 ft&to (1 9 c) »ca5E«l*SJ£S*, ft&m (2 0 c) ^5I§-Cfc5 0 
«5cjWfcLTtt, #7y-fh7t KP77« #7^f^7^K 
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trv\ ffrg-fc (2 0 c) &#5££as-e#5 0 

*fcri3S5e«|fc UT7fc*fl5K5*-?- h y !7-k£fflV ^-fte-fr* (1 9 

c ) k?ttv y ^/vm<Dmmm t - 7 s e, 2 0 1 ^ms-e^oss: 
ftm&it, \\&m (20 c) *nz~t&'?zz> 0 E.jfcmmk\.xi, 

[ISC 18] 

(2 0 c) Kte£OSfcJ;*9, ffc-g-ife (2 1c) Sri^igf 

CX@C 19] 

ib&m (2ic) &mX3q£T N f yA^feaffcKjfcS*, <fci^ (2 2 c) * 
^r$>\ n, N-^y^ , ctvwai^/i.T5>'^^vNsri:^-e^5 0 ^y 

/WhJW t LTI4 * - :7*5vV^ ^vv^ a n ^ * - r/^vvj* o n $?7 « 

^^fflv^rfcaj-ets, 8U£tti. o~i. 5^*, ^y/w^J«i. 

20 0-1. 5^SffiV>5ilt^*bV\ K/&i&&fiO 8 0 < CT^S^=ff5 

[ligC 2 0] 

te-bto (2 2c) (Dt^MUz&V), (2 3 c) ^5ISTS,5 0 

25 [ISC 2 1] 

ft&m (2 3 c) SrJn*^A?"t-5iitfcJ:ij, fc&m (2 4 c) Sr#5I@-C 
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1 0 0°COm^t?Si^^fTV\ (24 c) ^#5^id5T*#So 
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T J 



'xx — - Yr 



[XflDI] ^>CI [XSD21 ^SlO, [XgD3] 

Id 2d 



3d 

O 



■?Y — - r vV h * - 



[XSD8] 

4d 

Sd 6d 





7d 6d 10d 



o X 



11d 



CXSD11] 



o x 



12d V 

\ [XHD13] 

o x 



13d 13<f -2 1« 



130 13d-2 

[ItD 1 ] 

(1 d) ite-a^ (l d-2) SrRjt£:§*SJ:fc|e:j;5 % ft&m (2 d) 
fbS^l ( 1 d - 2 ) t Ltfi, I^WJitf, a - Kpt * 3 - Koc* 

^^5. te&m (ld-2) 5StfflV>5rt^U\ 

f f?fcKP77^ 1, 2-^hdriycn^^ N 1, 4-^*1*-^ ^ n 
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Tiffin [5, 4, 0] MJ^5vKT^ x N, N-^y^" 

CX@D 2 ] 

fc-S^ (2d) fcMSBiftmSr^S^iijcj:!), \\&m (3d) ^#51 
15 [IgD3] 

(3d) tTy^rSras^srtia^ -fbn^ (4d) 

Mi&^f^ t L.Tte x y ^ y — A\ y ^-;K 1, 4-^^^^oo^J^cfi, 
20 [lgD4] 

mm&m^x, mf&m^no^ti-^y)^ ( 5d ) ^sigTfes, 

y *y-/K N> N _^f WA7 , h% 

^h7fcKn^9^ 1, 2-*?* h*f~*^ i, 4_^^ v% 7fc> ^ 
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5-1 0%CDSSr^VN5ii:dW*UV\ Rfoimfc Ot^fe 1 5 OWM^ • 
[ISD5] 

(5 d) {-^h^^^^v^s^^^rSCit^J;?), \K&m (6 d) 

h ^m^X7vW3fC*J£-e 1 — 2 o-fg©*, ^^^v^7K%f* 3 ~ l o ^* 
£lv^:: i^tu\ Sj&itl£ra2 o'Cfab 2 o ot:t?ff 5 - fleets 

10 [XSD6] 

(6d) <E>1<£<Z>NHS£^U ik&W (7d) 
f£M3Ut ttfiN, N-S?^ s f~)V7.)V7 7 s Z<i }V? Xi =74 K> :&<ffc; h U 5vK 

1-1. 5^*fflV>^^t^*bV\ KiS^iUTf^ S^an**^ ^ 
1. 8— 5>TlPfcrs^n [5, 4, o] Y3^;v 

iisri. 2^4jiv^^tfs#£Lv^5 N %mm*-mmv-i-7*?,v<D%& 

20 o.oo 5~o. i^i©4-^w>;; t°y i?^&m^zzhi>mikv\,\ 
^SM^tt 2 0 *Cd»fo 2 0 0 < C*T?SJ5&tr=fr 5 ~ t &X*% 5„ 
[ISD7] 

tt&m (7d) ©^n/Wt:{cj;!9 N fl^^fe (8 d) ^r#^X^&-5 0 
25 (7 d) lr-10 0 2 0°C<DU&Xm^Rlt^^ &V^^ 
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tET-(*mmt:Rft^^ \\&m (8 d) *'&ZZb&X'%Z 0 BOfommt LTfi, 
[X^D8] 

10 {k&M (8 d) {^b^ (9 d) &£OS;£^ (1 0 d) £r#5xm-C 

[I6D9] 

fls-fr* (lOd) Mfrg-4fe (lOd-2) Zm&BifomtZZkizZV), 
m (1 Id) ?r#SXm-Cfe5„ Hil*ftA©[IgA4] ^IH«^#T'^Sr 
15 ft?z.b1)SX'%Z> 0 
[X@D 10] 

(lid) ©R' 3 TOiU, fclNfc (1 2 d) Sr#5XaT-feS 0 

$S^ffiA©[x^A i3]i l^«^#-es^^=fr 5 r £ 5 C 

[X^D 1 1 ] 

20 ft&m (lid) 5 £mt&<Dja&T^3r/Wfc£OSfc: «fc «J , -{fc-a^ ( l 3 d ) £r 

R 1 ^^^^-^^^^^ (lid) <Oi^^cin^^^<D 

25 »5^»$-ft, {t&b (13 d) ^#«i^*fC#5 0 

- 5 U*:R^*#aSR' 8 ©|K#ttS:^5*fr, -NH-fcfi«RJfcK:J: 9T¥« 
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[IgD 12] 

d3d) ktt&m (i 3 d-2) *Rfc.i$ j £z>^h\z.&v) s it&m d 

[X@D 1 3 ] 

K&m (14d) ©R 53 lrWLT, (12d) Sr#*XJB-Cfc« 0 - 

*3£*r8sA©[IgAl 3]i|^#©^T?50^S:ff 5^i^T?#S. 
(l 1 d) «3t©S'J8c*cas>5„ 

— * RV 6> "^icv. 

8d 15d 16d 



r^NH 



1 fl X 



lid 



[I*ID16] 
[ISD14] 

tt&m (8 d) WSLT, fls£« (1 5 d) ^#51§-efc5„ 
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^m&ST-r^©*^ iMtes^itao T-fb-a-^ (8d) ^mm-r 

HMT> 1 5] 

5 \\&m (1 5 d) lalriALTM (1 6 d) %#5Ig"Cfc5 0 

*fcT/va-/v (x-OH) Sr^M^^J;oT^A-t-S^i:^-e#5 0 -j-fc 

7h7tKn77^0W, T/Vrtw-^ ( X -OH) 

10 >-S^T/i^/i^*7vK h y >-Sr- 7 0^a>£ 5 0^-C£DS; 

£^3^cb^J; (16d) £r#5* £tfs-et5 0 

[ISD 1 6 ] 

tt&m (i e d) o d) ^sjcs^^tt, ft-a^ did) ^#sx 

15 iKfeSfSsA© [IgA6] tRI«©*frtff5rim5. 

±mm^mc(D ixmc 5] -s-ttK [x=gc 1 5] ^^v>r, (6 c) 

<Dfrt>*)\^ H-T'-T^frSftSft^ifc (8b) [IgC5] fclTO©^ 
20 i!)^ 




le 



T-mt>£tiZfc&®) (le) Sr#5^i*St?#5 0 
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-hlBJKS^risfeD© [x©D8] K:fcv>T s tt&m (9d) ©d^Otc^ h-t 
1 8 -CS£*>£*l SYfcil^ (8 b) [igD8] t ffiWUD&WT-CEJ&Z^ £ 

bK±m cx@D9] ~ [isdi 3] *m&m^zzkK£V)^ & 




le 



5 T&tfriStl&te&m (1 e) fcdS-e#5 0 
K5fc6fi&F 




[I@F 1] 

(If) ©x^r;HlrM^?Lt, fts-^fc (2 f) ?r#5i^fc 



10 S 0 SS^co [XScie] kWim<D&W^K)&%:ftoz.t&-?%z> 0 

[IgF2] 

(2 f ) ©R' 3 «1LT, to^fc (3 f ) Sr#^X@T'fc5 0 
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H 3g 



[I©G1] 

(i g ) (D-hvm&MTuisX, (2 g > mit-efcSo 
rims. 

[X@G 2 ] 

(2 g ) oR ps srjitt^»bT, fb-a-^ og) ^sigTfcs, mm 
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[ISH 1 ] 

fc&m dh) v-hVA'm&tofr&mvx^ o&m (210 ^sn-cfc 

So 

ik&m (ih) S:- 2 ot^fe 5 oic©ia*etS©#^ j&B-rtateK&KJsS: 
(2h) r#srj:^i5 0 mmtisTn, s->v^ ^* J 

10 v^srtas-c^So 

[ISH2] 

tt&m (2h) ©R' 3 WlLt, -fb^ (3h) %#5Igtfc5 0 Si5t 
XmAV [I8A13] tl3Ifil©*#-eSJtSSrfT5i2:*S'T?fr« 0 
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[Xg I 1 ] 



K&m (i i) KTsis*su&mm*t'teT v -/u&mmzELjfcz^k&m (2 . 

i) &#5X@T?fc5o 

te-a* (1 i) 1 0 o^c^b 1 0 ccoms-c. v^;v^.—^,v, ^^=7 
tKB7 7^f©«^ r^A-y?-?^ ry-/py^^A, r/v^vi^y 

h 5 Ot)<Z>M&-C\ N, N-^pt f;V*;l/A7 5 h\ 1 ?vi— 2 - fn y K 
10 ^©»«E«ft, 7ydf;H^ Ty-/VM^^Jf&^ii:Sit^-c#5 0 
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[IS I 2] 

tt&m (2 i) fclMfeUTfc<fr4fe (3 i) *#5XJg-C«,5. 

-5 0 5 0TC©a*t», 7**— 3^ ^-3— ( De 
s s -Ma rt in periodinane) Sr/gv^ £ k 5„ 
10 [IS I 3] 

(3 i) fcfc K?i^*r£j6:S*\ (4 i) Sr#5IgT?fc5 t 

Mit^&co [lie l 2] fcH*©ftfr*CKjfcfcff 5 
[IS I 4] 

rt5£4& (4 i ) kfc&m ( 5 i ) £«&£OS£i2r3 r k fc <fc 9 ; -ffciNfc ( 6 i ) 
15 &#3lS-?fc5 0 ftHfefrifc [ISA 2 J ' kmm<D4kft'VKfet:ft5 

[IS I 5] 

(6 i) ©R' 8 ^iLT, (7 i) Sr#SlS-efc5 0 g&' 

*-&A© [igA 13] i mm<D0kVrT*m&%n 5 ^ k ^-e# s 0 

20 [IS 16] 

SSfO'f&g-fc (7 i) OR^SHO^ ft&m (4 i) ©R^^JKfiittU-C, 
(7 i) tr#SlST?fe5 0 KSfefrSsA© [ISA1 3] &RMKo*#i« 
KJ&&ft5Zk&"Z%Zo 
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cxmj 23 

tti&m (2 j) ©=hy^*§riP7K^?UT N {frg*% (3 j) «r#5Xg-e<fc 
5o SJI*SH© [IgHl] t^<z>^t?KJtSSrff 5^ 3, 

cxmj3] 

io o j ) (DymmzmikisX, it&m u j ) ^#5igi?fc5 0 « 

[X@J 4] 

(4 j ) Wt&m (5 j ) SrSS^t, (6 j ) Sr#5Ig^fe 

So mm^mc(D [iscn] tmm<D^x^jt^n^^t^x%^> 0 

15 CXSJ5] 

it&m (6 j) OR p3 SrMlT, (7 j) £#5x®-efc5o $git 

JjW;A<d [ISA13] 
CX©J6] 

(6 j) <D^^^/um^mm<D^T, m&vx* fc&m (8 j) 

20 SrHSlS-e&S. 

i3S-Ct5 0 SJ&fflftWu OTifrtbl 0 0X>XRJfc&ft5~ki,%x*%Z> o 
25 [X@J 7] 

(8 j) ©R' 8 W1LT, (9 j) £#5X®T?fo5„ M 
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J}&;A(D [IgA13] tra«©*ffCS*£*ff 5ifc*ST?#S« 
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[X^K 1 ] 
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it&m dk) ktt&m (2k) srgms/is:§*sitfc«tt), {t&m ok) 

[ISK2] 

5 <ffc<&4& (3 k) kti&to (4 k) Sr«ftKJ6:**5i2:H:J;t), lb-g^ (5 k) 
1 2-ift3 y k>\ 1, Tl-7tKn77^ ^ 

y**s^?^<ow&$?, tutnummts Ok) *5«ttK (4k) &$g-a-u 2 

10 2 0 0 < C<DW&'VBU&$:ftit\ (5 k) Sr#5ifca«T?ft5. 

[IgK 3 ] 

te-a^ (5k) <D?vMkfc£y) s (6k) %#sxm-cfe5o 
&d<£ [igD7] kmm<D&ft'?8j&&ft*>zk&'?%z 0 

[ISK4] 

15 ft&to (6 k) Jcfls-S* (7 k) SrSlS**, \\&m (8 k) £r#5X@-t?£> 
5o «3t#ifeA<z> [IgA6] t m^^-eSjE&Srff 5iim«. 
[IgK5] 

(8 k) ©R' 5 lrWLt, (9 k) Sr#SXa-e*>5o 

20 /BV>b;h/TV^^-e?T5 

Mtlt R p 5 ^^y^;Hof^ tjbTy^^T^i?, - 7 8°Ctf>£>-3 o°c 

[X@K 6 ] 

(9 k) iMblNfc (1 Ok) ft&m (l l k) 

25 5l8t?fe5. mkJjfeACD [ISA4] k ITO©*#-eKJfc&fr$ ZL k&~?% 

So 
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[ISK7] 

(Ilk) ©R" 3 WILt, \\&m (12k) Sr#5X@T*$>S, 



lie 



B P3 




N — R 1 



,p3 



11 



31 

I8U 



x — tr 



41 




XgL3 




Yl — R p3 



61 



61 



(2 1) SrMMbjW©#«ET-T?SJ(S** % (3 1) 



CXSL1] 
tt&m (11) iffci 

&itMkVXft, MftM (III) ^i&Sr/gv^^i^^S,, ^^lt 
£> l 0 o ts-CKjESSrfx 5 £ £ *st?# 5 0 

WASH'S. WcfWIS3ft*4&*CttfcV^ IpjtU, Pro3# 
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[IgL2] 

5 flj&4& (3 1) hft&m (4 1) SrS^^ii:, fl^ife (5 1) £#5X®-C 
feS„ gg^&Atf) [IgA4] tmm<D0iflr'T*EJ&&ft5 Zk&X-^Zo 
[IIL3] 

(5 1) <Z>R p3 £rJUM£MU-C, fb-^fc (6 1) 
&mA<D [ISA13] ^ISI*a)ife#-CK^S:fT5ii:^T?#5 0 

10 mat^^M 



H 




[X@M 1 ] 

tt&m (lm) Kik&m (2 m) &£tJ&£i*\ (3m) 4:f5Igtfe 
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[I1M2] 

(3m) h\\&m (4m) SrRJtS**, \\&m (5m) Sr#SX@T»fe 
[IgM 3 ] 

(5m) OR' 3 -Sr^«U-C N {b-^ (6m)' %#5I@-Cfc5„ iS3£ 
**A© [ISA1 3] fcRfco^TfiOStrffS 
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11n 

[itN i ] 
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[IgN2] 

-fb-a^ (2n) Sr^d/Wfcb^^b^ 3§7ni-5it^J;«5 > (3 n) £r 

frfliv^ifcas-eS:*. 0S;Si|tt2Oti^ 1 5 O'C-CS&Srfr 5£im • 

So 

[X@N 3 ] 

10 \\&m ( 3 n ) l^tN, N' - v 5 * ^ > W 5: ^V%KJtS £ *5 r t \n <fc Y) „ 
tt&m (4n) S:H§lST'fc5 0 

sjtsm^i Lttt, 2 o°ca>£) i o o'c-etfp -ttfs-et-So 

[X@N4] 

15 flj£4fe (4n) k{£&to (5n) SrKJfi:**, (6 n) <£r#5XH-?& 

[ISN5] 

rtf£4& (6n) ©Ty/va5SrJWKS*T-fb«&* (7n) &#3I5gT?*>a. 
20 1, 4-^^f-^ % l, 2-*S* btt^fls* &l*C!>1im#s 20t 

(7n> r#5rtm§„ 

[X@N 6 ] 

f&frfc (7n) Sr^n/WfeUTs (8 n) &#5X®T?&S„ 
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[ItN 7 ] 

(8n) (9n) SrS/S^^S IZL «k «J „ . ffrfi* (lOn) 

5 Sr#5Iit?fe5. »3ibfr8sA© [IgA6] bmm<D$kWX~&.fo*fto ZL tfc 

[X@N 8 ] 

{C&m (lOn) <Z>R p3 £flJttfc«L-C, ft&m (lln) £#3I@-Cfo5o 
Kj&frSsA® [I§A13] t mn<D0kWX'5L!fc&ft 5 - i 3. 
10 «3t^|feO 
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X@)6 



X * xiso7 f , x 

[ISO 1 ] 

5 [Ii0 2] 

(3o) ^#5lStfc5 0 
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[X^O 3 ] 

5 4k&® (3o) (D^^X/V^DtK^L-T, flS^* (4o) 5r#5iStfc 
[Ii0 4] 

(4o) fc4fc2£©#£T* ??7s-A'*^*y»Ti?K*RftS*; fli ■ 
&m (5o) «r#5lSl?fc5 0 

- 5 0 tJd»6> 5 0 'CT'RlSSrfT 5 - So 
[Xm0 5] 

15 (5o) SrteflcS*. (6o) Sr#5Xm-Cfo5o 

5» 
[X@0 6] 

<ffrg-#J (6o) ©^hy/v^Sr*P*^HbT, ft&m (7o) 
20 foSo S83t*-*H<D [X5&H1] fc|BMIto^T?WfcfT$ 
CX©0 7] 

fls-S* (7o) \zM^^m^. (8o) SrH5IS^fc5. 
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1p 2p 



XSP2 Rl—yl 
3p 




[I©P 1] 

it&m dp) mut, tt&m (2 P ) sr#sxm-e&5o 
ssr^-nt-aN ^^cippt^^, ^pti^/v^, n, N-^fwr^ k 

[ISP2] 

-ffrg^ (2 P ) hft&m Op) SrKJtS** % (4p) £#5iD|§T-fc 

[imp 3] 

15 fc&lfa (4p) ©R' 3 Sr^SlU-C N \\&m (5p) Sr#5XST'fcS„ 
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[ISQ 1 ] 

\Y&m (U) ZMftM^X, (2q) =lr#6Xmt?fe5o 

©Silt Ut, f^7tFP77^ *9J*-As^ ^9 J — ^&/gV>5;i 

[ISQ2] 

(2q) OTKBISSrBWbU-C, \t&m (3 q) Ir#51gtfc5. 
[ISI 2] ira»o^"T?R^Srff5ifc*s*CtS. 
[I@Q3] 

io <fb-&*& (3 q) {Ji4gSo#^T, ^y^t^^;v#=;v75;- h 

U AO -f^ . ^am^a-StRJES^ fb^#> (4q) t#5I 

a [5. 4. 0] -T-^^-fe^Sr^V^Sri^tSo tliLttt, & 
15 >ptrp<*>\ 7h7tKP77^ N, N-^f^M7 5K»5- 

Kjs»«iLTr±* cc*^ i o o'CTKJiS^ff 5-ka s 't?**o. 

[I§Q4] 

fc-£4fc (4q) fc^MJ h*t'J*fc£OS3* v 'f&fr* (5q) Sr#5I 

8 O'CT^^rfi 1 5 ^ ^ ^-c-# So 
[ISQ 5 ] 

tt&m (5q) ifl*£*> (6q) ItBLfomt, ^* (7q) &#SX©-T?fc 
5o M*"feA» [lgA2] ilSI«<o*#-CKJ»S:ff 5iidS , r?SS. 

25 [IgQ 6 ] 

fb1^«3 (7q) KHftSrftsJBS*. -fb-g* (8 q) I:#51gl?fc5 0 MmJ>m 
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0(D [IS0 7] b\%U<D0kflr-e5C1&&ff5z.bi>S'?%Z>o 
[IgQ7] 

ik&M (8n) ©R p8 «§lUT, {k&Vo (9q) IrHSIgtfoS. Wt 
5 [X@Q 8 ] 

\\&m (7 q) £T^=T££OS&i3:, fc&ty (lOq) *#5I8T**>*. 

Mi:tt»> 2 Ot^fc 1 5 O'C-CRJ&StfTS Zt&'ZZZo 
[X@Q9] 

10 (lOq) ©R p3 ^Kr#tT, M (llq) Sr#SX@-T?feS 0 

»3S#8sA<Z> [X@A 131 t MM'DtkWX'B.fcZn a*-c# So 

(I) ©^^WftLt, i*Tfffl^5„ 



o 




"TIB 'WC&t 
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O 




catf», r 1 ^, mm ci] *©»fcraia*&T*fcs ; 

|— / Nm — T 13 




io c^> R^^t^xf*, Mia Ci) foSfttiUjt^-efcSo 




is x« N mm Ci] assist iRj««rr?fc5 0 fcfcLxas^-^v^-efc 
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vk±.&*&m\z.i)>-t)>z>i\&m (i) ©K3t* > «fe©f^stflf!i-c*>5*$ % ^w-fb-a- 

20 Jx fe <^7kfq^ <D5^«i o x^mi" 5 r. £ & -e # 3 . 

*»Wfc«sfl5-&* (i) aMb-a^ (i) ©ifcfcfcttfls-fr* (i) <oimmh 
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*fc> #»wfc«sft;'fr4& (i) icov^^bftsm^Jiw («*.tf»flr 

H'&fls >F^*»z:«<5<3te^*tt^ HHBHtefk z&ffcJIttfls S^Httti^ 

fflv^ttsjaTBau *t-S*l\ aHRSL ^£,#J> MMsMAM^ *3J:t*j&Kfc,fc»J 
5fcJ£fls*!U fWbSU RiM&iji!^ imsmSU. pHim g$^J> SfcSMtfWfc 

is irsr^-rs^tds-ct, -mzmn&MMvmwt vxm^bfrz>&.&&m& 
mmm. mvm, m&m, mmmjmt£Z&*a*-it&, mm^xymu mm. 
mj&s* 77^ ^s©iitfl5** ; ^ y ^ ^ i/m*? kx^k ^ y * ^ ^m-r 

25 ^y/^*vj©]»Bte*;*^K ^y^-^^^^-v-^-fb^btft, ^y*-^ 

j^i^jj? y ^-dr^a if i/y7n =^y ; t Kn^>y 
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^y a— Ifnyvfp y ^ f ;Ut^a - ^ * ^©7«iii^ ; 

10 h9#>-K -t?5^>\ fa:9y4\ t Kp*^p tT/V^ ^/V-fe/Vti— ^ > t 
Kn^^n^vt/VP^, #?y tfc=./vt°a y K>\ W^B^uy/Ja- 

M&tffls*^ f7fv* s awHr/na-*, mm* mm.*, 
m-rbvvj*, v^^mx^sy^ *7*^ hv^, #/M<^yy^ 
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t^3-a«, mmm, ^sa^ ira&ttsu y j^irksu t^=i-a«, 

Sfcta&SfciJ&l^ P HP»J, tfSMfctfHU *v-h#J> B&JKBWWB, *fe*k # 
T*t>J:V\ i^WJ, flfcffl* 3fi*&*!U *^-fe^HW. Vnym .H 3 "^ 

®a#j> mu mtm. tmm, Mc*nu mm, ^-y^m, 

¥«k S4fi-t©«a>.^t© 

&#SteJS#0\ ^JS<z>«S, j£:tfc<0S«* &#<z>¥«K tei6u 
J«teS£fc£teJ:>J*L<ftfcSa** IMAtttlBfcfc^ $)0. 0 3- 
lOOOmg, fftKttO. l-500mg, £b\ZL&&V<nO. 1-10 

omgSri b i-mmKfrvxisi-$--rz>o &MMv>&&tis mnmi n/kg 

20 -3000ms /k g^fcf> £?^U< »»3/ig/kg-10 00Mg/kg 
25 
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HBMO 

mm 1 . 4- 


[1 


- (2— -ff-=.M 


7-^-^ry-6, 7- 


v>fc Ko- 1 H- 




C4, 5-d] t o y^>--2 




1 -tf/M^Bfc 


t — 






a) 


4- 




[4. 5-d] t*y^ 



5-y?vV-3, [4, 5-d] try ^^^-4-^->- 

1. Og, 4-t>p« f/W7 5 y Ify 6m gl t -^f;H . 6 

10 -t-/f^3 0 0mg©f h7tKP77yO. 5 m 1 &WL&fy*.m."Z 3 H# 

&5iiU *BB<^*1. 6 3g£#fc 0 
^-NMRCCDCl,) 

8 1.72 (s, 9H) 3.93 (s, 3H) 8.38 (s, 1H) 8.54 (s, 1H) 
15 b) 2-^pp-5-^^-1, 5— S?fc Kp^T C4, 5-d] tf y 

o < c-t?^(d#k^t> 5-y^/v-4-^-dry-4, 5-s^t Kn-r ^y 

[4, 5-d] t°y 1 -#/V*t?>-^ t— ^^/Uau^/H. 6 8g$5 

±^Wonx^y4. 1 5 g©7 h^tKn7^^30 Oml^Sicy ^ 
20 ^A^i^y^i?^7^K8. 4ml (1. 0WF7tKa77^) 
«rll$raa»ttT«TU 3 0#«#Lfc e 2NT^=T7K ; Sr*I]x, 3B#P^m# 
Lfc^, 5 0ml* t?«3Mf U t - -f^-tV* *f-fl,x.—*rtv 20ml T**5fc 

ai^m-CSfett^U^io tt^trJgJ&U, *10mlt t - :7*5vW< 
-tvv 10ml *CJD!?fci5fc#U WfciK&lfo 1 . 0 3 g £#fc 0 
25 J H-NMR (DMS0-d6) 

5 1.45 (s, 9H) 3.72 (s, 3H) 8.33 (s, 1H) 
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[4. 5-d] 

5-d] tf!J^y-4-ty7. 7 2 g Sr^ h^t Ko7?^4 0 Om 1 Kl» 
5 MJ 7*=/V*^7-f ^1 4. 2 2 g&.fctf 2-^>-- 1 A- 3. " 

8 5 g&j&Px., Ott^tfc. T/^^^-t-^f/H 2.5 5 
g©fh7tKD77 % /10 0ml^iSriTU 3 B$f?gfi#bfco 
£E*WBL^ MttES^n 5 0 m 1 *5 .fcU* h U 7/u*ciftfi|5 Oml SrAP 

1 5WLt. ,Rj£«fc«riftE*JieU MOB****' 4 OOmlCi 
10 ft?U TK^-fb-T" h y «7 A 5 NZK^R 2 0 0ml l?l5fe^Ufc„ 3KJPtrflfflte**7l' 1 

o o m i -ctttbu mmm&'Brtt, mmy^^^^m^s mmmm^t^ 
(4:D mmfrmzv, nmc&ms. 7 s gtufc, 

1 H-NMR(CDC1 3 ) 

15 5 1. 82 (t, J= 2. 3Hz, 3H) 3. 87 (s, 3H) 5. 32 (q, J=2. 3Hz, 2H) 8. 19 (s, 1H) 
d) 4- CI- (2-^^/v) -6-^f;w-7-^y-6. K 
p- lH-^f [4, 5-d] — L±] ^9^-1-^ ' 

ig©|?i^Ts 3- (2-^=/V) -2-^nn-5-^;l/-3, 5- 

20 K»>r 3^ [4, 5-d] ^y^y-4-^-yi. i83 g , »u 

r7A0. 8 2 9 gi^7^-l-^/i t -^^VVJ^TVH . 3 9 

5gti-^f;v-2-t s oy Kvsmi^M, 1 3 o°c-o 6 NfMJPHtfc. 
S*S«SrJWU *50ml SrJBi, Bfflfc*^l 0 0 m 1 -Cfflfcfc}Ufc 0 

5 o m i -o 2 nu mt-r h v v j»<Dmu*mm 5 o m i ^jiiftsfc^u flat 
-f-m-atwu ^f-^-iwt***' (1:4) mmftmzv.&mfc&voi. 
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9 1 6 g «r#fci. 
'H-NMlUCDCla) 

5 1.52 (s, 9H) 1.83 (t, J=2. 3Hz, 3H) 3.38-3.42 (m, 4H) 3. 61-3. 64 (m, 4H) 
3.85 (s, 3H) 5.09 (q, J=2. 3Hz, 2H) 8.13 (s, 1H) 
5 »jS0!I2. 4- [7- -2. 6-^PP-7H-^!)y- 

8 1 -jJSVtfi^m t -^f^x^r^ 

a) 7- (2— r/^JsAO -3-*9-/ls—3. 7-v?b Kp^!>^-2. 6--^ 

3-^^VVdM^^[CAS No. 1 0 7 6 - 2 2-8] 1 0 0 g, N, N 
10 ^/HfcA'AT 5 KlOOOml (Dm&m^s 1 2 5 5. 

3 m K M^H* y * A 8 4 . 9 g «:JPit. 1 8-I^WJt#Ufc. JxiS 

ilUOOOml <D**rJn*.* MX* 1 B#fTO#^ efetfcJR*Sr*SU^ #6>*l 
fc&fi@ft:2r7k, t -zff-jV* ^vVcn— ■ t^/H^X^U WfE-fb-g^Sr 1 1 2g 

15 ^-NMR (DMS0-d6) 

5 1. 82 ( t , J=2. 2Hz, 3H) 3. 34 (s, 3H) 5. 06 (q, J=2. 2Hz, 2H) 8. 12 (s, 1H) 11. 16 
(br.s, 1H) 

b) 7- (2--?^~M -8-^PP-3-pt^/>-3, 7-^bKp/!Jy 
-2, 6--^^ 

20 7- -3-^^-3, Ko7 , yy-2, 

^112 g&rN, N-^fM;Vi,75 K2 2 O Om 1 t'^HUN-^nDn 

/^»>r u*7 5. 3 g «ran*. % sacr 5 mmmwvtz 0 sjtswm 2200m 

SttKs t ;HHXj^L> *8&fb-£4fefcl 1 7g#fc„ 

25 x H-NMR(DMS0-d6) 

8 1.78 (t, J=2.0Hz, 3H) 3. 30 (s, 3H) 5.06 (q, J=2. 0Hz, 2H) 11.34 (br.s, 
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IH) 

c) 7- -2, 6, 8-f!)^PP-7H-^PV 

7- (2-^^=^) -8-^^13-3-^^^- 3, 7-^tKt37 P UV- 
2, 6 -^3-^2. 5 2g, tdf^tjt;yyi0 0ml(DM^Irl2 0^}'-C 

i&fcQ:^^, I^^^vW^Tttffi, nt>fofc£WM*iks tm'&M&.KXmfr ; 
10 -f- (Bfflten^/U : — *1hV= 1 : 3) Kl-Cfilf«U *flBflS"&*j>& 2 . 4 Og # 

/Co 

^-NMRCCDCls) 

6 1.82 (t, J=2.4Hz,3H) 5.21 (q, J=2. 4Hz, 2H) 

d) 4- [7- (2--?3-~;V) -2, 6-^PP-7H-7'!)y-8-^ 
15 ^7^-1-^1^ t -^;V3i^f;U 

7- (2-^=/V) -2, 6, 8-h!J^Pn-7H-7'yy2. 4g,^ 
^TK^hy^Al. 4 6g v t'^9^-l-*;^Vf t-^/V^^T 1 
/V2. 4 3 g.T-fe h=hy/V45ml ©?l^SrttT?2 ^2 0»U„ 

^b^^TK^-t-h y VJ*o. 7 3g, br*«"?s?^- l-tf/v^m t-^ 
20 /v^*7VH. 2 1 g^Px.. Mi* l BfrWJJl*!* Ufc. RJfcafcSrMfe^/i'-Tk 

^-NMR (DMS0-d6) 

25 5 1. 42 (s, 9H) 1. 83 (t, J=2Hz, 3H) 3. 48-3. 55 (m, 4H) 3. 57-3. 63 (m, 4H) 4. 89 
(q, J=2Hz, 2H) 
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mmmi. n- (2-^pp7»^) -i-^^v- 6-^y-8- (t: 0 

^^-X-^yy) -6, 7-^fcKP-lH-^!l^-2-^^W] B 

5 a ) 2, r7-^v^/v-2. 6-^^y-i, 

2. 6. 7-yb9tKP^!>^-3-^3 ^f^s^ 

7 -✓o^^/vdf.^^^-y 8 . 6 6g£N, N-^W^7U*3 0 0m 
Hd»#U **flStfP^*l. 5 7g, ^PP^f/V^l \>7. 7ml 

i i§m#® * r> > «Bfls£* 2 . 6 6 g &#fco 

•H-NMRCCDCls) 

5 1. 18 (s, 9H) 5. 45 (s, 2H) 6. 06 (s, 2H) 7. 34-7. 39 (m, 5H) 7. 58 (s, 1H) 8. 18 
15 (s, 1H). 

b) 2. 2-^^^>7 P P^> , M [7-^^v^V-l 77^-2. 6- 
^y-1. 2, 6. 7-f H7bKP7'yy-3-^;v] ^f;^xf;v 
2, 2-^^/0^^ [7-^0-^-2, 6-^t4y-l, 2, 
6, 7-f b7t Ko/y^-S-'f^] 6 6g<SrN, N — 

20 K30ml MU »U?^1. 6g, 3?{Wf;v 

lml M-C««^bfc 0 K«?RS:BMft^^*C#3RUs zk, lN- 

b /ucc. ^-c hyfaWi/aVU SSf&ffr^MSJ 2 . 1 6 g =£r#fc 0 
^-NMRCCDCls) 

25 8 1.18 (s, 9H) 3.41 (s, 3H) 5.49 (s, 2H) 6.11 (s, 2H) 7. 26-7. 39 (m, 5H) 7.57 
(s, 1H). 
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c) 2. 2-^^^/^^^°^>m 6--^^y-i, 

2 , 2 - V* tf-A'-fn t°^-V^ [ 7 -^O'^V- 1 - J* ^VV- 2 , 6 - 
*y-l, 2, 6, 7-fb7tKP^y^-3-^^] ^f;V^f/V2. 3 
5 4 9 g&ffEMl.O Om lfcilU 1 0%^?^!?^^$ 1 g ^J0i>. 

8 7 1 g <Sr#fcio 
'H-NMR (CDC1 3 ) 

5 1.19 (s, 9H) 3.48 (s, 3H) 6.17 (s, 2H) 7.83 (s, 1H). 
10 d) 2. 2-^^f;^Pfc°tyj C7- (2-^PP7x^) - 1 

^U-2, 6-^^y-l. 2. 6, 7— g h7K Kn^y 3 — QV~\ * 

2, 2-^ > ^^W7 B t2t°^->'M [l-^^/V-2, 6-^^-1, 2, 
6, 7-7- f?t Kci^y ^- 3 — ()V\ ^^vVa^TVVl . 60g,2-^P 
15 n7^=^l3^1. 8 3 g % Bftftffl (I I) 1. 5g*N, N-^?VV* 
;VA7^ K3 Om 1 tiiL.t'D 3m 1 SriPX.>^M^X 3 0P^#bfc o 

sjss»* f y * y/v*** a — h * 9 a jcr ^>3a u zwi&mk^f-Mzi 

( 3 : 2 ) J: 0 s SUBflS-frflfe 7 2 4 m g £r#7L 0 

e) 4- [7- (2-^PP7i^) -3- (2, 2 — ±>k^Jg 
7V^-^r->^^/V) - 1 —t^-As— 2. 6— S^^-^y— 2. 3. 6. 7-7h7t 
Kp- 1H-T°y ^— 8— f^l tf^9i^^- 1 — fr/Wtf^lfe t -y^Vx^ 

25 

2, 2-^^/0^^ [7- (2-^na7i^) -1-^^V 
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-2, 6— 5>tf-*y-l, 2, 6, 7— F h^fc — f;l/|^9vV 
i^f;V7 2 4mgSrN, N-^ Kl 5ml dWU 

ppa/^n'7 6 0mg fc^fc, Mlr^W^t, R&JKfcftt&t 

5 55®, 5««r*i»U 2, tfrf-VBfc [8-^nta-7- (2 

-^pp7i=;v) -l-^^vV-2, 6-^^y-l, 2, 6, 7-fh7 
tKn/DV-S-f/V] ^f/vx^f;V7 6 4mgS:#fe. r©t©^tf^7^ 
v _ ! -Jj/vtfl/m t -If^-JV^^JVA g tJft^-U 15 0° CldDlLfco 

2 ) ^W^Hi * 9 , mm&V> 7 2 4 m g £#fc„ 

f) 4- [7- (2-^PP7x=;V) - 1 2. 6— S?^y-2, 

3. 6. 7-rh7bKP-lH-7 , !)y-8 — tW] tf"<93?V- 1 -Jfr*^ 
15 >^ t -:7 > fv^^^;*7V^' 
4- [7- (2-^op7x=/V) -3- (2, 2-^f;V7'o^/Vt 
drv^^vW) -l-^^V-2, 6-$?**y— 2, 3, 6, 7-fb?tKo 

4^;-M0.mU f H7tKP77y2 0mli«U TK^ffc^ h y 9 
20 A200mgl:M, M^T«*#bfc 0 S^i- 1 N-JMI&SrJP;!, Ilfil 

5jfUfc 0 88**^—" f/HuIjSU, 5i&U «|Wb^4fe 4 5 0 m g Sr^fc. 
^-NMR (DMSO-d 6 ) 

6 1. 35 (s, 9H) 3. 04 (s, 3H) 3. 06-3. 12 (m, 4H) 3. 17-3. 22 (m, 4H) 7. 48 (dt, 
25 J=1.6, 7.6Hz, 1H) 7.53 (dt, J=2. 0, 7. 6Hz, 1H) 7.63 (dd, J=2.0, 8.0Hz, 1H) 
7. 65 (dd, J=l. 6, 8. 0Hz, 1H) . 
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g) 4- [2-^PP- 7 - (2-^PP7j=;W) 

y-6, 7-^tKP-iH-/yy-8-^;w] tv^^- i -n/^^Wt 
x-^jv=c^ i r;v (g-lK *5itf 

4- [2, 6-'^pp-7- (2-^pp7x=;W) -7H-^y^-8-^ 
5 j>v\ if^S^-l-jft/M^Bfe- t-y^vva^TVV (g-2) 

4- [7 - (2-^PP7i^) - l-^f;l/-2, 6-v ? ^-^y-2, 3, 
6, 7-rF7tKP-lH-7 , !)y-8-'f;v] tf^^V- 1 -tf/M^M 
t -7*f ;H^7;v 7 8 m g t^i^ift U y 3 m 1 12 0° C\£X 

mmn ltc 0 5u&wi*mm warn*?- h^tKn^^^imi l*: 0 

10 i©t)©l:I»7-t-7'f;V5 0mg, f h5t KP77yimK KSbk . 

m-7-hy«7^ioom gN 7jco. 5mi maicx 3 mmmn 

^7A«U 6^£rM*§Lfco mm^r^V *^*7A^v 

^-{SlTfitMU — ^f-V-TO^^V (3:2) ^m#®£ «^ 4- [2, 
15 6 -vitrei- 7- (2-^13 13 701^^) -7H-:/!;;/- 8— f/V] t°^9 
S*^— 1 -7>/V#^^ t -r/^VV^^TVVl 6mg^ ^^f-iz-g^^^^V- 
(1:9) mt}#Pi£?K 4- [2-^BP-7- (2-^PP7 S =;V) -1 
-*77U— 6 -^-=¥7-6, 7-i;tKP-lH-7'!ly-8->f;V] If^S? 

t-/f^x7f;H0mg#fc o 
20 h) [7— (2-^PP7x=;V) - 1 — * f-jiV— 6 — jf^r-V — 8 - (tf*-<^ 
S?^-l — QV) -6. 7-v?bKP-lH-7°yy-2-^;Wv'1 i^jx 

4- [2-^pp-7- (2-^PP7ix;V) - 1 -y ^yw- 6 -;*-=^ y - 
6, 7-i?t KP-lH-7*]Jy-8-^;V] tf^9^^-l-*^^ t 
25 — y^vl^^TVU 10mg, V 3 — /Vg&cn^vl-^^Tvu 1 OmgSrN- y ^Vl" 
Ifpy K>-0. 2ml izmmV^ Tkmiti-hV ^Al Omgtti M^T2 
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(2-^pp7i=;V) - 2-^ b^rV*/V>J?=^ h^cis- l -ff-jv- 6 - 
7-i?tKP-lH-/!Jy-8 — T/V] If^S^-l-*^ 

j V -j£%j$^ (o. i%bV 7/i-**ffim^^) Srffll^fc.) ic-cwau *ib 
-f&£* 2 . 1 1 m g £r#fc 0 
MS mfe (ESI) 447 (MH*-CF s COOH) 

gML2_. [7- (2-^PP7x^;V) -l-^^V-6 -^-^y-8- (t° 
10 /<7^/-l-^;V) -6. 7-^bKP-lH-7°!ly-2-^W->] P 
Bl h!J7;vtP^li 

4- [7— (2-^DP7s=^) — 2 — ^ h^f^;v#=;v^ b^rv-— l — 
^^ v _ 6 _^-dry-6, 7-^tKP-lH-7'!Jy-8-^V] tf^S^ 
— l—jjsVjtf^Wt t -7f ;Vx^f/V 1 6 m g ^ , 4mK 5N 

i5 -Ttokifrr b y 17 o . i m i %m x., mmzx 2 Burros cfc G s/s^ 

h y ?v-i&&mft& (0 . 1 % h y 7^*niWHf*) &JBWc 0 ) 
20 MS V* (ESI) 419(MH f -CF 3 C0OH) 

mmmi3. 7 - ( 2 - ^ p p 7x^v) - 2 p 7f 8 - (^7 

-1. 7-7fcKP7Uy-6-ty 
a) 2. 2 = J£2L±^ZH-^±ZM r 7-^0-^-3 -(2. 2-^y^/V 
7 p Ph°^-^/V^-^>-^^/V)-2. 6-3?ah¥y-2. 3, 6. 7-ff 7bKP 
25 212 ^~ 1 nrlZk] 2! tJ^L E^ZJk. 
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1 Kl»#UifcSkfr l) 7g^Pt3^f;V^W M 4. 2ml 

5 0' CC«PLfc, TO*fcBH*^/i'"e#tiU tK, 1 N-m.Mi?$G& 

5 mftrnzv. mmc&vn 2. 8g&#fc e 

b) 2. C3-(2, 2- f J^^;vzfn\f^=^;v^r 
**s*?-}V)-2. 6— 3. 6, 7-fh7bFpyyy-l-^ 

2, 2-^^70^^ [7— <^^/V-3-(2, 2-^^^/V^Ci 
10 \f^^^^^f-7V)-2, 6-^=^7-2, 3, 6, 7-fh9t Ko^D 

v-\-<<)V\ **f->v ^xT^zm^xmi&Mi c) ti^iiiifem ^tE^-a- 

c) 2, [7-(2-^PP7x=;l/)-3-(2, 

2 - '^^ f /VT'P tft^t^rV^ f^) -2, 6-^^y-2. 3. 6, 7 

16 -f h7tKp^yv-i-^] y^/vo^Tvv 

2, 2-^WPWyi [3 -(2, 2-^^/V^n tr^/^^i^ 
^^)-2, 6-^3^-2, 3, 6, 7-fh5tKP7*!)X-l-^V] 

1 H-NMR(CDC1 3 ) 

20 5 1.16 (s, 9H) 1.22 (s, 9H) 5.99 (s, 2H) 6.19 (s, 2H) 7.42-7.52 (m, 3H) 
7.58-7.61 (m, 1H) 7.73 (s, 1H) 

d) 4- [7- (2-^PP7x=;V) -1. 3-tf^- (2, 2—i?*?-A'Zf 
u£$^/k££&£-±M -2. 6-my-2. 3. 6. 7-7f7tKP 
-lH-7°!Jy-8 <)V\ M'^^-I-JJJV&I/W. t -l/fVl^X-TVV 

25 2 , 2-^f;^nlf*yS [7- (2-?pp7s=;V) -3- (2, 
2-'^f L /V7 p nlf^-c=/W^^^/V) -2, 6-^^y-2, 3, 6, 7 
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-=T h*7 t Kp^JJ >— 1 -4 A*! tT-A'X.XTA'&m^XM&W 1 e) £ 

mflHffiU SUEZ'S* «r»fc. 

^-NMRCCDCls) 

5 1. 16 (s, 9H) 1. 23 (s, 9H) 1. 44 (s, 9H) 3. 20-3. 35 (m, 4H) 3. 32-3. 37 (m, 
5 4H) 5.92 (s, 2H) 6.09 (s, 2H) 7.41-7.49 (m, 2H) 7.52-7.57 (m, 2H) 

e) 4- [7- (2-^PP7x^;V) -1- (2. 2 ^K7°P* fc^—^ 
^^fvV) -2, 6-^y-2. 3, 6. 7-Tf7tKP-lH-y 

4- [7- (2-^PP7*=^) -1, 3-lf*- (2, 2-^^^/V7 B P' 
10 tT^/V^-^V^^/V) -2, 6-i^-3ry-2, 3, 6, 7-f h7tKP" 

2 2 7 g fc-r h?tKP77^10mK ^;-^20m 1 {^^U s ' 1, 8 
-v^TifbfV^Pt [5, 4, 0] *7^"f3J- 7— ^1/0. 5 1 8mlSrlltli> & 

15 #4fe 1 • 0 2 5 g £#fc 0 
1 H-NMR(CDC1 3 ) 

5 1. 16 (s, 9H) 1. 44 (s, 9H) 3. 22-3. 24 (m, 4H) 3. 33-3. 35 (m, 4H) 5. 90 (s, 
2H) 7.43-7.47 (m, 2H) 7.51-7.57 (m, 2H) 8.71 (br, 1H) 
f) 7 - ( 2 - 7 P p 7x^;V) - 2 - P^f^t^'V- 8 - 

20 i— -CM -l. 7— KP^u^-e-a-v 

4- [7- (2-^PP7xx;V) -1- (2, 2-^^f;V7'Pft=;Vt 
SrS^^VV) -2, 6-^3^-2, 3, 6, 7-7 h5t h'P" 1H-7"P 
^-8-^/V] t 0 ^^^^- 1 — J&A'tfi'lfc t-7*f/H^f;V8mgS:N, 
N — S^^/Usfc/UATS KO. 3ml|:i)m ^P^D^yO, 0 5m 
25 1 > U7A2 0mglr*H^ 50° C fcTJH#[*#Lfc. RJ&^-M^ 

^srin*., TKi-x^ufco ^Ji^Mufco aatfc^^y— /HC»»U 
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XIMbffi (0. 1 % h y «rJBvy/fc 0 ) ItrflfiKU WtB-fb-a-W 

5 1 . 8 9 m g tr#fc 0 

MS Ve (ESI) 375(l0r-CF 3 C00H) 

^1ife#iJ4. 2- [7- - l-^^/V-6-^-^y-8- (fc° 

^^^^-X-^^y) -6, 7 - ^b Kp - 1 V- 2 -^/Vt^i/] 7 

10 a ) 2 , 2 ^jV-fxi tr^-Vgft [ 7 - ( 2 ~ 1 2 , 

2, 2-^^^v^n tr^-ix'ift Ci-^^/v-2, 2, 

6, 7-fh7tKo7 P r/-3 — <?V\ ^f-jV^^TjVl . 871gSrN, N 

(3 : 2) «IBfls-&*J2. 12 g £r#fc 0 

20 b) 7- (2-^^/V) -l-^^/V-3. 7-^KP^g'/-2, 6 

2, 2-^^/V7"n fcT^Vgfc [7- (2-^^^) -l-^fvW-2, 
6-iWf-y-l, 2, 6, 7-rf7fcKP/yy-3-f^] ^Ao^x 
A-£fflV>T, »|1 f) tl^^SU ^IB{b^Sr#f-. 
25 1 H-NMR(CDC1 3 ) 

S 1.91 (t, J=2.4Hz, 3H) 3.39 (s, 3H) 5.10 (s, 2H) 7.93 (s, 1H) 10.62 (s, 
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1H). 

4- [7- (2--77^A,) -1-^^-2. 6— S^^y-g. 3, 

6, 7-yh9tpp-iH--/yy-8-^ 1 V^Vf-l-XfrXism 

5 7- (2-^=^) -1-^^-3, 7-??t 6-^ 

fSrfflwr^ »J1 e) fclRIttifcftfflL, , «»fb#**#fc. 
'H-NMRCCDClj) 

5 1. 48 (s, 9H) 1. 83 (t, J=2. 4Hz, 3H) 3. 37 (s, 3H) 3. 37-3. 39 (m, 4H) 3. 58-3. 60 
(m, 4H) 4.87 (s, 2H) 9.68 (s, 1H). 

10 2 - [7- (2-!7*^/M -l-^^-6-^-^V-8- (^7i? 

y-\-4A,) -6. 7- ^Kp-lH-^py-2-^/|>t^1 ZiB^: 

BEBfe* *f-)\> ^ xf;> k y itvi^ u w^mm 

4- [7- -1-^^-2, 6-^^y-2, 3, 6, 

7-rh7kKn-lH-yyy-8-^v] eK?.^- x -% ;V ^n t 
15 -^;H^r/l'8mg,2-^P*7x=;«f^^n 0lngS:N) 
N-^f W A75KO. 2ml«U»y^lOmg^M, 

Wii!»^ayh^77^- (T-feh^hy/v-*3R^»^ ( 0 . i % y 
MS Ve (ESI) 451 (MlT-CFaCOOH) 

^Mi 5 . 7- (2-3 ^-^) -2-^^p^dp^^-^>>- l -^^u- 

8- -^/y) - i, 7-^bKP7°y>-fi-ty KUy/I^ 
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HS (ESI) 385 (Ifflf-CFjCOOH) 

nMM6. 7- -2- (2-^h^-» - 

5 Hife#!|4d)fc*5V>-C. 2-7'o^7 i n=/V@f^^/V^x^CO^:t>!9l'2- 
MS w/e (ESI) 359(Mir-CF s C00H) 

HMI7. 7- (2-^^r^/V) -2-v^^P^<V^-/V^-dri/-l-^^V- 

8- (if^^^v- i -■Y/v) -l. 7-^bKP7'!)y-6-^-y yyyjv 

10 ^ngEg&iL 

^WHdM^^T. 2-^d ; e7^=/^^^vcn^x^©^fc>?) 

MS Ve (ESI) 371 (MH*-CF 3 C00H) 

$mm%. 2- [7- (2-^^V) -l-^^/V-6-^y-8- (tf 
15 ^^-l—Y/W) -6. 7-^bKP-lH-7 P !)y-2-^;v^] / 
$ -^m.^- f-jv^- hV7 ?v3r u WWM. 

MS Ve (ESI) 417(MH + -CF 3 C00H) 
20 ^»J9, 2- [7- (2-^=/V) - l-^^/U-6-^y-8~ (fc° 
^7-^^-1 — (JV) -6, 7-^KD-lH-7 , yy-2-^;Wt^1 7* 

^KS0!l 4d) fc&V^T, 2-^13^^31=^1^^ ^/V^^TVK^tt*? 9 i:2- 
^n^7°n fc^>-^?vv3rJl^-C2i}£M4 i^IUfeSL, h V ~7>vOrxi 

: t±^]) NH-DM2 0 3 5) &R1^X? u •*? h ~7 4 
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— *hru jtm*f'A'-**s—A' (20: i) m&ftm&*)imd.i\&tto*&ito 

MS Ve (ESI) 404 (MH*) 

gjjfcffjl 0. 2- [7- - 1 -*?-JV- 6 -Jr*V- 8 - (fc° 

1-4 JV) -6, 7-i?t Kp- lH-^D ^-2->f^^] ^ 

5 p y^ h ]) y/v^r p BE^ifc 

4- [7- (2-^=/V) -l-^^V-2, 6— SWf-y-2, 3, 6, 

7— r h5t Kd- lH-y"y 1— jM'saVr t 

-^n^r^Sm g x 2 -^n^-^n e^^^zn^vcx.x^yH OmglN, 
N-^f;^;VA7 5 KO. 2ml^)|U OmgSriP^.. 

io 5 0° c^T^«#u^ 0 K^m\mm^^n^ in-mm 

#U ^mil^^U 4- [7- (2-^^/V) -2-(l-^V#dr^ 

b^)-i-^f;v-6-t^-y-6, kp-ih-t'ij >--8 — r 

-;V-0. 4mll^||U 5N-7Km^ h y ^AtK^MO. lmlttil 
15 UKX 3 B#fWfll#Ufc 0 lN-mm^Px, ii^f;HititllL, ^m»^*s 

(Tir b = h y jv-im&Wsfa ( 0 . 1 % h y 7/v^-pg|^^-) 

MS Ve (ESI) 375(MH f -CF 3 C00H) 
20 HjfeMll. 7- (2-y^/V) -2-y b 3^-1-^^-8 - Lgd: 



9^^-1-W/V-) -1. 7-S*fc KP^y V— 6 -^-^ h^/i'tnSI 


i-fcja 


a) 4- [7- (2-^=/k) -2-^PP-l-^^/l^-6-^y-6 


Jt 






^;V3u^TjV (a-1). *5«£tJ* 




4- T7- (2-^=7V) -2. 6-^PO-7H-7!;y-8-^] 




^y^V-l-^^Vi t — zff'A'Sc.^TA' (a — 2) 
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4- [7- {2 - 1 Q-*J±*V-2, 3, 6, 

7-fK7tKo-iH-/yy-8->f;P] V^Vis- l -jjjv^m t 
-:/?Vl^*7vW5. 1 2 7 g ^t^r^tft !) V 7 5 m 1 |:^«?L, 12 0^: 

xmmw^fco m^iil, mm&T- ^77^5 o m 1 

5 fc e r©^©^M^-t-7'f^7g > rK7t Kn77y50ml > M 

*mi- hy^^ioog, 7fc2oomi <Dmmm*te&i%\ &m.kx 1 Nfto*# 
fc-o»ML % ^^^-^oi^w (1:1) mmfrm£*), 4- [7- 

10 (2-^^=/V) -2, 6-^cn-7H-7°yy-8 — tVW] tfX^;/- 
l-lfr/l'tfi'tt t-^/Vni^TvU. 3 4 8 g ['H-NMRCCDClj) 5 1. 50 (s, 
9H) 1.87 (t, J=2.4Hz, 3H) 3.64 (m, 8H) 4.81 (q, J=2. 4Hz, 2H)] £r v ^^1^ 
is-mm^?-^ (1:9) 4- [7- (2-z/^/V-) -2-* 

n n- i -^^w- 6 _^-dpy_ 6> 7 _^ t Kc-lH-7'!) ^-8->f/V-] 

15 fcV<^>-- 1-^/^^m t -^/Voi^^V [iH-NMR(CDCl 3 ) 6 L 49 (s, 
9H) 1. 83 (t, J=2. 4Hz, 3H) 3. 42-3. 44 (m, 4H) 3. 59-3. 62 (m, 4H). 3. 73 (s, 3H) 
4.93 (q, J=2.4Hz, 2H)] 1. 2 3 8 g'#fc. 

-bj 7 - (2-^^/V) -2-^ hdr<X-l-^^/V-8- (tf^9^^- 

1-^/v) - 1, .7-^FP7!)y-6-ty m7;^Pil^ 
20 4- [7- -2-^an-l-^f;v-6-^y-6', 7 

;vx7f^8mgSr^;-/V0, 2mlHiiU TK^b^hy !>3,1 Omg 

rnm^x i^wm#bfc 0 RMiciiN-M^iit, ^txf;Kcr 
25 &m&&mmim* v-* h^7^- (r-t? h= i> v ^-^m^nts (o. 1% 
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MS Ve (ESI) 317(Mir-CF s C00H) 

gjjfefli.112. 7- -2 -J- h^cis- 1-^^-8- 

— <)V) -1. 7-^bKP^!)y-8-^ 
IUfc0!ll lb)-C^i?y— /V'Srfflv^Sf^t)?)^^/— /v^v^HJSMl 1 t 

^vvc^-v ytf^y 4~-%m.^. ^m^f-fr-** (20:1) 

^-NMR^DClj) 

5 1.42 (t, J=7.2Hz, 3H) 1.82 (t, J=2. 4Hz, 3H) 3.02-3.06 (m, 4H) 3.40-3.42 
10 (m, 4H) 3.46 (s, 3H) 4.51 (q, J=7. 2Hz, 2H) 4.90 (q, J=2. 4Hz, 2H). 
MS w/e (ESI) 331 (MH + ) 

&8S0U13. [7- (2-r/^nAQ - 1 - * f-)V- 6 8 - 
7^-1 — f^) -6. Kp- 1H-/D ^- 2-^yV^-^rix] BEEfc 

15 HiWl4. C7- (2-^^/V) - l-^^-6-^y-8- (fcT^ 
7^-1 — £2k) -6- 7— ^fc FP-lH-yyy-2--1 , /^i/] fi^t 
4- [7- (2-^^/v) -2-^ni3-i-^^v-6-^y-6, 7 

-^tFp-iH-yuv-8-^v] tr^7^>-- i -u^iSi/m. t-z?f- 
20 m^xmmm nt ^^mil, [ 7 - ( 2 -zf*?--*) - 1 tvv- 6 

dry- 8 - 1 — r^) -6, 7-i?t 

-01^3^] M^^tvI^^tW h JJ ^/I^Pg^it £ % [ 7 - ( 2 -zff'^A') 
-l-^^7V-6-^-^y-8- -6, 

-iH-/yy-2 — fj\s**i/i mm mj ^/vx-nmmm. cms m/ e (esd 

25 361 0flr-CF 3 C00H) ] =£r#fc e [7- (2-^=-/V) - 1 -*+As— 6 -^y- 
8- (fcf^S^- 1 — f/V) -6, 7-i?t Ko-lH-yyy-2--<;V't 
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i^n-v h^^HttiU g^^^V-^^y-^ (2 0 : 1) ^ttJ^-Wit) 
[7- (2-^=^) -l-^^/V-6-^y-8- (tr^95?^-l— ' f 
jv) -6, Kn— lH-^V >- 2— 4AsHr*? 9 s] WWl^jv^-7s ; t)V 

6 PH-NMRCCDClg) 6 1.29 (t, J=7. 2Hz, 3H) 1.83 (t, J=2. 4Hz, 3H) 3. 02-3. 06 (m, 
4H) 3.38-3.41 (m, 4H) 3.55 (s, 3H) 4.22 (q, J=7. 2Hz, 2H) 4.90 (q, J=2.4Hz, 
2H) 5.03 (s, 2H) ; MS n/e (ESI) 389 (MfT) ] 3r#fc 0 

mnmi5. 7- j2=22~M -2- (2-^ h^xh^) - 1 
10 y 7^v^-ng^Mjt 

IIWJ 1 3 M*5V>-C> 2 - t ^S/@^^/Vm*-7VV<Dftfc> 9 (- 2 h 

*cl/3i# ; sv&m^xmtfomi 3^il:MU *n&ffrg*&&#;fc. 

MS Ve (ESI) 361 (MT-CF 3 C00H) 

aafcga 16. 1 - [ 7 - ( 2 z^±=zkj - 1 6 -a-#y- 8 - (e° 

15 ^7^-1 — UV) -6. 7-^bKP-lH-/!)y-2-W^] V 
^li 1 3 {r&v^T, 2 - fc Kn ^i/g^n^/v^;*^-©^ HCil-tK 

20 VvC^n^ b^^wHWSlU ^me*-f-fl'-*9 S—fi> (2 0:1) *gW#iH 
1H-NMR(CDC1 3 ) 

5 1. 19 (t, J=7. 2Hz, 3H) 1. 39-1. 42 (m, 2H) 1. 67-1. 71 (m, 2H) 1. 83 (t, J=2. 4Hz, 
3H) 3. 02-3. 05 (m, 4H) 3. 37-3. 40 (m, 4H) 3. 49 (s, 3H) 4. 14 (q, J=7. 2Hz, 2H) 
25 4.90 (q, J=2.4Hz, 2H) 
MS Ve (ESI) 415 (MH 4 ) 
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mmmi 7. 1- C7 - (2--??-~m - 1 -y-?-^- 6 -^y - 8 - (tr 

^ify-l—JM -6, 7-^bKn-lH-y!)y-2-W^] 

4- [7- (Z-zf^—JV) - 2-? UV- 6-&*y- 6 , 7 

5 -^t Ko- lH-/y ^-8 — f;V] tVy^y-i-^/v^y^ t-^ 
;H^f^2 0mg, 1-t KndfS^^ p T'a^^'^^JiO'^^^V^^.T'^ 
2 0mgSrN-^f;Hfn y K^O. 2ml ^WM^, 7K^^ t> y ?A 1 0 m 

awbfco mmm^mu 4- [7- (2-^^) -2- a-^h^ 

10 b tf;^^ >» - 1 - p< 6 - y - 6 , 7-i?tK 

o-iH-^yy-8--f;H tv^^v- 1 -Zui-tf^M t-^^/ux^ 

;V6 3mgl:#fc„ i©t©&x^ y — /K) . 4ml, 5 N— TkS&ffc;'?- b V A 
*^$c0. lml|«U 5 0° Cl£T^ft3$bfc„ M(HN-», 
iD*., S^^^/V^TttW Ufc„ #$M£^*SU 4- [7- (2-^^V) 
15 - 2 - ( 1 -Jj/Utf P :/p fcT/V^-dr^) - 1 - y <?As- 6 V - 6 , 

7-i^fc Kn-lH-yy ^-8 — T/V] fcV<9$^- t-^ 
f;>x^f;V2 2mg» 0 Z.<Dh<Dl 1 mg 4r ||U 

ttffi (o. i%MJ7;^P^t) *fflv>fc.) K-ofimu msft&mi. 

20 6 4 m g £#fc e 

MS Ve (ESI) 387(lfflr-CF 3 C00H) 

^jfefflll 8. 1- [7 - (2-7f^-M - l-^^V-6-^-^y-8- (\f 
^7^-l-^;V) -6. 7 - ^t: Kp - 1 H-^!) 2 ->f is 
y u^usS^jj/utf^mT 5 F h y •7As±viWmkM 
25 4 - [ 7 - ( 2 -7^=A0 - 2 - ( 1 -^/Wtf^i/y P tf/l^drV) 
- l-y^/W-6-^-^y-6, 7-i?tKn-lH-7°!)y-8^;V] fc 0 ^ 
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mlt^U h y ^^VVT ^ ^ 0 . 05ml, ^OO^^/VO. 05ml 
ftilljLillCX 1 5 5r»#Ufc 0 2 (^TI^^TjfcO . 1 m 1 ^MtL^ Mfc 

r 1 5 u s*s*^*srJn^.N ^m^^K-Tttw ufco mmm&ffife u 

57^- (T-fe b= h SJ/u-**0HM8 (0. l%hy SrJB 
MS Ve (ESI) 386(MH*-CF 3 C00H) 

mmmi9. 7- (2-y^/v) -1-^^-2- (2-^yfh9t 

10 KP79V-3->f^^/) -8- — T/l^) -1. 

15 MS Ve (ESI) 387(Mir-CF 3 C00H) 

jiW2Q. 7- (2-^^^/M - 1 — ^^IV- 2 -7^7 ^r'>- 8 - (t° 
^9^-1 — f/V) -1. 7-^KP7 , 3V-6-^ f y 

fH£#Jl 3Rli3Vvc % 2-fc KP ^^^ai^/Vrc^^/VOf^^*) iC^cc y — 
20 /v«rfflVNTH»!l 13i PiML, *fBfls£4fe&#fc. 
MS Ve (ESI) 379(MH f -CF 3 C00H) 

^»W2 1. [7- (2-^^/W) - 1 -^^/V-6-^-^y-8- (^ 

7^^-1-^/V) -6. Kp-1H-7'!)^-2 (M W8&E&/k. 

^ x T)V Y y ~7)\<ir n jlS 
25 ^»J13^*5V>X, 2 - t Kd ;H^7/VO^Ip 9 t 2 - (t 



WO 03/104229 



PCT/JP03/07010 



133 

MS w/e (ESI) 373(Mtr-CF3C00H) 

•£MM 2 2. 7 - ( 2 --f^AA - 1 , 2 — J* <?>V- 8 - (tV^S^- 

! — _ i , 7-i?tFP7'yy-6-ty y 

5 4- [7- (2-:/^=/V) - 2-^ P» 1=»- l—**-A'—6— -fr*rV — 6, 7 

dMJ-XO. 2mlfc»iU ^W^^bPK (1. 5^Vff?tKP7 
0. 2ml^^ 5 0tCTO. 5 R#W«#Ufc 0 S/»£r^f U 

77^- "(r^h^hy^-TkPR^lbtB (o. i%hP7^*Pi»^lr) 

MS Ve (ESI) 301 (MlT-CFsCOOH) 

$ttW2 3. 7- j2=7±~JkH ~ 1 ~ ^ 2 -Zf^sls- 8 - (^7 

15 3?^-l->f;H -1. 7-^tKP^3^-6-ty f y 7;vtPS^f t 
4- [7- (2-^^/V) -2-^PP-l-^f^-6-^y-6, 7 

-i?t Kn-iH-7 > yy-8-'f;v] ^?v?y-i-*M^ t—^f- 

;H^7/V8mg, X h^^r* h y 7x-/V*77^^7^!?A2mg^ 
2mll^)|U 7*f/V7^V!)A^P!) KO. 5ml (2. O^e 
20 /V^^vl^-X/V'^) t tg<flSlE#& 2ml ( 0 . 5 *e^*r h?t h*P7?y 
»»0 ^fek^l^^Ufc^^O. 3ml«rM^ 5 0° CfclT BBfrWHttf^ 

IlilWP^h^?^- (T-tr |>~ h y/v-7K^to*B (0. 1 % l> y 7 

25 MS Ve (ESI) 343 (MT-CF 3 C00H) 

jfeM2 4. 7- (2-^^V-) -1-^^-2-^0-^-8- (b 9 -^ 
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Wis-i-jA,) -i. 7-e?tKP^^-6-i-y h'J 7;vtPi^i 
^ y^/W ^ V!)^^p!JK0. 5ml (2. 0 ^-/v^^/voi— r ^ 
m bm.ikM&2m 1 (0. 5 J t/Vfh?tKP77^») £fo&a>C«> 

5 MS (ESI) 377(MH + -CF 3 C00H) 

gjtjjfcM 2 5. 7 - ( 2 -7^-;V) - 1 - * Z/klZ 2 - ( 2 - 7 ^/V^^vk) 
-8- -1, 7-^KP7T/-6-^ hV -7 

y ai^^/w m *y V J» ? p V K o . 5ml ( 2 . o ^v^^vi^— r /v 
10 ?£*&) tm{bM#&2ml (0. 5^/Vt 1 h9t Kp77>«K) ^rfcb^C 

MS (ESI) 391 (MlT-CFsCOOH) 

7- -1-^^- 2-7^^-8- 
^y-l-^yy) -i. 7— S^t Kp7 p D ^-6-^"^ M)7;vtPSiS 
15 4- [7- (2— -ff-^M — 2 — ^ati- 1 — — 7 

-i?tKp-iH-7'!Jy-8-^;H tr^s?^- i -t^/v^v^ 

/V^^-7=-/H Omg^ Tb7^h!)7i-/^7^^7> ? 7^2mg, 7 
s=;i'hy7*f;^X2 0mgSr^t>'0. 2mlKi*§$?U 8 0tfct5 

20 »it&a!ffi*i*^f#^*^h^7-f- (T-feh=hy^-*2fW«)*B (0. 
1 % b y £^fO fcTflfJiU ^12^1^4. 6 2m g Sr 

MS Vd (ESI) 363(MJr-CF 3 C00H) 

HjfeM2 7. 7- (2-^^/V) -1 -^^V-2-T^y-8- (fcV<7 

25 -i. 7-v?bKP7 , yy-6-ty hy7;vto^t 

4- [7- (2—7*^-=^) -2-^PP-l-^f^-6-^y-6, 7 
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-j?kKP-lH-^U^-8-'f/v] ^^v-l-*;^^ t-y^ 

;H^f;V8mg^2 0%T^^TtK^O. 2ml«U 8 OXXCX 5 
aaESrJK^WjStt^n^b^^^w- (T-tr h - h V ;V-j&mWfc (0. 

5 i % h v 7fr*-\*ffikttt) zm^fro) k-ohkku mwa&to 3 . 8 2 m g * 

MS (ESI) 302(Mir-CF3C00H) 

^Ife^tl 2 8 . 7- -l -^^-2-^;V7>;y- (8- 

10 M 

4 _ [ 7 _ (2— -?*f-~>V) -2-^00-1-^^-6-^^-6, 7 
;H^r;W8 m g ?r 4 0 %^ 5 0 . 2mn-?£ft¥U 8 0°C^t 

15 JWiESriKffi^W^^^^b^^^-f- (T*h^hy^-**IMWa i (0.. 

i % h y ?rfflv^fc 0 ) m-c«i«U SHBf&a-w 6 . 9 5 m g £ 

MS (ESI) 316(Mir-CF3C00H) 

aflftflM2 9. 7- (2-^^/V) -l-^^-2-^^^VT$y- 8- 
20 (fcT^^V-l-^AO -1. 7-^KP/y^~6- ^ Lp_72l^n 

4 _ [7- (2-^^^V) -2-;PP-l-^^-6-t*y-6, 7 

-i?tFp-iH-7py-8-^f;H tr^y^-i-*^*^* t-^ 

/Vxxf ^ 8 m g ^ 4 0 5 y« 0 . 2mlCg»U SO'CIC 

fe.»aESr5S5ffi5Ri«3S»ff ^ P^b^7^ (T ir b = b P /v-* ( 0 . 



WO 03/104229 



PCT/JP03/07010 



136 

l%MJ7/^PSS^f) SrJHVyfc,) KlTttSU mmt&toG. 9 5mg& 
^-NMRCCDClj) 

S 1.82 (t, J=2.4Hz, 3H) 2.83 (s, 6H) 3.02-3.05 (m, 4H) 3. 39-3. 42 (m, 4H) 
5 3.56 (s, 3H) 4.90 (d, J=2. 4Hz, 2H) 
MS mfe (ESI) 330 (MlT-CFsCOOH) 

^^-x-jaa - 6 . 7-^kp-ih-^^-2 — r/vr^y]^m 

10 4 _ [ 7 _ (2-y^=/V) -2-^nn-l-p<^7V-6-^-=¥y-6, 7 

/H^/HOmg?:l-^f/V-2-t 4 PllKyO. 15ml«U> 
i^a^/Vcn^vvV 1 5 m g , by ^/VT ^50^ 1 SrJnfcfco 8 

i % h y &jb vvfc») t-cinu wmc&m 7 . 6 0 m g & 

MS (ESI) 388(MH + -CF 3 C00H) 
20 ^tfc«B3 1. T7- (2-^^M -l-^^7V-6-^y-8- 

— (j£ _6, 7 -j?tl?p-lH-^Jy-2-^;V7';/] ^ 

4- [7- (2-^^/V) -2-^Pf-l-^f;V-6-^y-6, 7 
-5?t Kp- lH-T'y X— 8— iVk] t^^i^- 1 -jJJV-tf-y^k 
25 ;n^f;W6mgSrl-^f;v-2-ifpy K^o. 15mU:iiU 

yt-^f/^f;!' IH115mg, h }}xi^;VT^^5 0 At 1 . ^nxfc 
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i % b y wsk**) ^fflv^fc e ) ^-cftsttu mMz&to 2. a 6 m g & 

5 . 

MS Ve (ESI) 360(Mfr-CF 3 C00H) 

^»J3 2 [N- [7- -l-^^ V—6-^y-8- (t? 

^i?ls-l-sffr) -6. 7-^bKP-lH-yjy-2 — T/V] 2L±/kZ 

tyyx-T-jV^^Tfr %LfflM.ikm^X$mm 3 0 ^iMl, •« 
lEfc-g^ 2 . 0 6 m g Srflfcfc. 
MS (ESI) 402 (MH*-CF 3 C00H) 

^Hfe#l3 3. (S) -1- T7- (2- ^^v) 
15 -8 - {M^W-I-JA* -6. 7— S?fc KP-lH-^g >-- 2-^/V] 

y 2 — j&/^^^Bt^'^/i^^^y^ h y ZZk^HUM^ 

•fv. y f;wx^f^ itlttK&ffiv^Tldfefcl 3 0 h ^I^L, tRI&fb^ 
$j 1 . 3 5 m g £r#fc 0 
20 MS m/e (ESI) 414 (Mir-CF 3 C00H) 

mmz±. [n- f7- -i ->^-6-^y-8- 

(bf^9S^-l — fAj -6. 7-^KP-lH-7'!)y-2-^] ^ 

25 ^ y 1 -zf^v^'riv Mmm.&m^xmMM sot Rii^Mu^ 

aWWb#«J 3 . 1 6 m g £r#fc 0 



WO 03/104229 



PCT/JP03/07010 



138 

MS ale (ESI) 374 (MT-CF s COOH) 
tftttHHSfi. (R) -1- T7- 

_ 8 _ (g^S^-l-^/l^ -6. 7-S?E ^-2-^/V] 

^ta y ^ ^rc^x/v mmm^m^xmrnm sot ^iMt, 

0 . 7 4 m g £r#fco 
MS Ve (ESI) 414(Mir-CF3C00H) 

flfltt fllfl fi. 2- T7- - l->t^V-6-^y-8- Qf 

10 ^?j?^-l->f/U) -6. 7-^tKP-lH-^gy- 2->f^7^y] "f 

2 0m g r#fc 0 
15 MS Ve (ESI) 388(Mir-CF3C00H) 

^1ife^J3 7. 2 - T7- j2=2±=M -1 -^^-6-^^-8- (if 

^^-l->f7V) -6. 7-^Kp-iH-^!iy-2-/f;i/7-;;] - 

igSfaffc"^ 1 • 1 8 m g Sr#^ 0 
MS a/e (ESI) 402 (MH*-CF,C00H) 

jaftWl3 8. (S) -2- T7- (2-^^V) -l-^ ^/V -6-^y 
-8- (tf^7v^-l--OV) -6- 7-^Fp -1H-/!)V-2-^ 
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79=yx^x^f;i, mmm.^m^xmmm 3 o t mm^Mu mmfc-er 

i^j 2 . 3 8 m g £r#fc„ 

MS m/e (ESI) 402 (MH*-CF s COOH) 

3tclfc«flg. (S) -2- Y7- -l-**-»-6-**y 
5 - 8 - (fcV^^V-l— -6- 7-^t:KP-lH-yyy-2-^ V 

-fb-a-^J 0 . 7 6 m g &#fc 0 
10 MS (ESI) 374(Mir-CF 3 CO0H) 

3g1fcff)l40. 3- [7- -l-^t^/U-6-^y -8- (g 

^y^-l-^VV) -6. 7-v?tFP-lH-/Hy- 2-^7^] 7" 

is t^^^a^m^ £^^vnt^3 o tmmKmmv. 

mo. 8 5 m g £r#fc 0 

MS m/e (ESI) 402 (lfir-CF s COOH) 

3afc0!l4 1. 7- (2-7^-^) -2- -1 

20 V h U 7;^Pi^tt 

4_ [7— (2— -?<f-ajV) -2-^BB-l-^fA'-6-W-8 I 7 
— Kn— 1H — V— 8 — f/U'] tv$9t*v— 1 — *A'#Vft- t—Zf'f- 
;Vx^f;H0mglrl-^f^-2-tfoiJ KVO. 15mll«L, 2- 

b^^^vr^ ^2 o n i srJnitfc. 8 owe i 2B#ro»#ufc«H sbx. 

25 ^Sr^§#ltrKJS»[*»«lbfc. r©»by7;vtP^iO. 4 0ml 
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fc 0 ) KTflHKU miEM&to 6 . 9 5 m g £r#fco 
MS w/e (ESI) 374(MH + -CF 3 C00H) 

g^gj 4 2. 7 - ( 2 -:/^^) - 1 - * gvk= 2 - (gvvfr g 4 ->f 

5 ^ - 8 - ' -1. 7-^tKP^DX"6-r/ b 

SrffiVNrmfi^J 41fc ISWIKlflBfiU fflBfti'&4fe 7 . 3 1 m g 
MS Ve (ESI) 372(MH f -CF 3 C00H) 
10 m$m\ 4 3. 2 -^yi?;V7 $ y - 7 - (2 zl?±~M - 1 - * f2k= 8 - 
(ev^^-i-^v) -1. 7-^KP^y-6-t'/ 

% i/&m^~cmi&M 4 1 1 ih«k:»su wsaflfg* 8 . 4 0 m g $r#fc 0 

15 MS Ve (ESI) 392(MH*-CF 3 C00H) 

^*h-W4 4. 1- [7- (2-^-/^ -i-^^-6-^y-8- (g 

^^✓-l-^/wO -6. 7-^Kp-iH-^ Jy-2-^;v] 

20 ^^m^/^^^7 1 ^^fflV^•C^l£M4 1 tma^SU MUik&VM - 4 3 
m g £r#fc 0 

MS Ve (ESI) 442(Mir-CF 3 C00H) 

H»J 4 5, 2 - 22k2! - 7 - ( 2 - ~f±^M ~ 1 

_^^v_ 8 - (^^v-i-^vv) -l. 7-^ Kn-/i;y-6-ty 
25 b V ~7^3rv%$W& 
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MS a/e (ESI) 406 (IfflT^COOH) 

»1M4 6. 7- -2- (4- ^PP^^7U) -1 

5 - * 3vV- 8 - (t^<7i^-l — fAO -1. 7-^KP^gy -6-ty 

^vs^vr $ ^srfflv^r^js^ 4 i i hhuki^su anafls^* 2 . 8 4 m g f: 

10 MS Ve (ESI) 426(MH*-CF 3 C00H) 

^1fe^<J47. 7- (2-^^V) -2- (4-^ Y**/'<ls*SA'7 % S) - 

15 3.7 7 m g $r#fc„ 

MS Ve (ESI) 422(MH*-CF 3 C00H) 

mmm4 8. 1- (2-^^v) -i-^^v-2- Lg^^^v^vv 

T 5 ^S:ffllN-C^Jfc0!l 4 1 b IH^I^Sb, «fl&fb-£* 2 . 7 0 m g Srfcfco 
MS (ESI) 406(Mir-CF3C00H) 

gttffi4 9. 7- (2-^^/V) - 1 -*7-)V-1- [N — (2-^ai^/V 
J^^/V) (fcV^^-1-^) — 1, 
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7^*<?A>T$>'&m^XmtfoM4 1 £IBH*fc*HaU W$Mk&Vo2. 17mg 
MS ale (ESI) 420 (MHMa^COOH) 

5 -6, 7-i?t:KP-lH-^y- 2-^] fc°^y^ 
V- 3 — b P 

^^vc^^^^v^llWJ 4 1 £ IHHHK:*sau, TOte-a-ft 2 . 9 3 m g 
10 MS (ESI) 442(MH*-CF 3 C00H) 

mmmsi. i- (2-^=vv) -i-^^ -s- (tv<9s?^-i — f 
_ 2 - (tfi;^y-2->f^^7$y) -1. 7-^k p^9v-6 

15 * f;Hf y $^<SrJBV>-C^lJfc0!l 41i JPJ«|£*!E31U SHBfb^lfc 1 . 6 2 m g £ 

MS Ve (ESI) 393(Mir-CF3C00H) 

5 2. 1 - [ 7 - ( 2 ~ 1 -2Lg2^= 6 -**V- 8 - (tT 

-6. 7-^tKp-iH-^yy-2 — r;H 

^^;v^*Tjv&m^x$m®\4 1 i:pti:feiu siMs-g^o. 9 7mg . 

MS V« (ESI) 442(MH*-CF S C00H) 
25 «0i5 3. (S) -1- T7- (2-^^V) - 1 - * 3vV- 6 V 
-8 - (fcT^v^-l (VV) -6. 7-v^ h'P-lH-7 p 'Jy-2-^;V]' 
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g v y w— 2 - * yi h y p wEMftte 

m g £r#fc 0 
5 MS Ve (ESI) 400(MH + -CF 3 C00H) 

3afeflB5 4. 7- - 2 - }VT $ 7 - 1 ~ ^ ^V^~ 8 - 

(b^9S?^— 1-^fAO — 1. 7-^tKp^r/-6-ty hy^/w^-p 

10 5 ^SrJBWCSStefcl 4 1 £ l^-MJS U Wm&Ql 2 . 2 4 m g Sr#fc. 
MS Ve (ESI) 358(MH f -CF,C00H) 

#S»]5 5. 7- (2-^^V) -2- (N-Ji^V^^VT^ /) - 1 - 
y 

15 HifeflU im*5VvC\ 2-^ h*Vxf;i/7$ ^STJEV^fU? !? fcN-^<?vV 
f;i^7 3: ^^^V^X^^jlfi^il 4 1 £ ft&lcftfl&i U mm&to 3 . 2 7 m g 

fee 

MS (ESI) 344(Wr-CF 3 C00H) 

mWZM5 6. (R) -1- [7- (2-^^/V) -l-^^/y-6-^-^y 
20 -8 - (fcV*?^— 1 -^/V) -6. 7— S?fc Kp- lH-^y ^-2-^/V] 

tr^sy v*^— 3 — ^./u^v^^^vji^^/v b y 7^tpfPit 

mMM4 1 lr*5VNT, 2-^h=3r^^/WT$>'^V>S^«?iC (R) -= 

8 7 m g Sr#fc«, 
25 MS V* (ESI) 442(Mir-CF 3 C00H) 

mMM5 7. (s) -l - [7- (2-^^/v) -l-^f;v-6-^y 
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-8 - tv^yy-i-JM -6. 7-^fc Kp-iH-^'Jy-2-^;v] 

5 9 4mg^#fe 0 

MS Ve (ESI) 442(MT-CF 3 CO0H) 

Hjfeglj5 8. CN- [7- -l-^^V-6-^- ^y-8- 
(fcV^^-l f/Wp -6, 7-^fc KP-1H-^'J 

10 |IJE#I4 1 fc*5V^> 2-xb*«/xW5V^5fti5ijfc^f/i'T5 ' 
/T-fe h= MJ^Srffiv>T^IJfeM4 1 i|fifc«mL, SW&ffr^fcl. OOmg 

MS Ve (ESI) 355(Mir-CF3C00H) 

^jfe#!l5 9. 7- (2-y^^/V) -2--<y/PWU-l-^f^- 
15 8- iM^^'y—l—^M -1. 7-^fcKP^'JV-6-ty Y))Z7)V 

4- [7- (2-^^v) -2-^nn-l-^f;V-6-^y-6, 7 
-J?t Kp - i H-^ !) 8 -'f /l'] If^y^y-l-^/i'M \--?*f- 
7V^x/V6ing^rl-^^-2-fc 9 Pi y K^O. 15ml ^ VT' 

20 p* fcVWT 5^50^1 ^Pxfc 0 6 0 "Cl'T 5 H#W«# Ufc^> M SrSfct 
#l*TRJE£*«:*liU;/fco »ilESr by 4 0mlKJWiU ftX 

=. h y >v-7temm& (o . 1 % h y ^/ua-niMMMT) srJBv^fc.) fctnisu, 

mmfc&efo 2 . 2 8 m g £r#fCo 
25 MS Ve (ESI) 344 (Mlf-CFaCOOH) 

mmmeo. 7- {2^7±~M -i-^^-s- (v^v^-i-^ 
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;V) -2- 2-^/VT3>Q -1. 7-^KP^!) y-6-^ 

4- [7- (2-^^=7V) -2-?DD-l-^ 6 -^-=3f-y- 6 , 7 

5 ;Vx^f;V6mgSrl-^f;V-2-1^oy KyO. 15mlMU 2-T 

$ y t° y 5 o m i SrJqfcfc. no °c^t i 2 B#Rg8£#bfc^ mmtf* & 

^^#ifCOT^MLfc. h y 7;vtn^tO. 4 0ml fc^fl? 

(Ti? h y /v-7K^«J=H (0. l%MJ7/vtoiHtf) «rffll\fco) 
10 -CIIJIU «Wfb'&«0. 10mgSr#fc. 
MS Ve (ESI) 379(MIf-CF 3 C00H) 

jfejftgaei. 7- (2-7^=^) - 1 - ^ f ;V~ 2 - 7a^/V7 ^ ^ - 8 - 
(^7^y-l->f;v) -1, 7-i?tKP7'!)y-6-tV 

15 4- [7- -2-^PP-l-^f^-6-t^y-6| 7 

Kti- 1 H-7"y 8 — >r/w] ^?^y-i-^#y| t—zff- 

;H^f;V6mgSrl-^^-2-tfP!) K^O. 15mll^U T~y 
^1 0 0 m 1 SrJn*.fc. 1 1 Otfctl 2R#fTO#Ufc^ 
-r^SrlttfCo r©a$3fc&hy 7/U*oB»0. 40mlfc»mil 

■= h y >v-immm (o. i% b y ^/ua-nsrara^) srB^fc.) 

3 hi g ^r^feo 
MS w/e (ESI) 378(MH*-CF S C00H) 

gjjgU 2. 1 - [7- (2-^^W) - l-pt^V-6-^y-8- (fc» 
25 ^9^-1-^/V) -6. 7 - Ko - 1 H-^y ^- 2 -^/^] fcT^yi? 
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4- [7- (2-:/^— AO 6, 7 

A/x^fA'6mg*l-^fA'-2-tfn y KVO. 15mll«U cs^a- 

0 /x 1 ^inx.fc„ 8 O'CfcT 1 2^TO#bfc^ > 
5 ^«r!fe#ft»tTRl6««raMBbfco roaaS^^^-^O. 2 0ml, 5N 
-TKm-fb^ h y * A7K^ 0.20ml UfCo SICt 5 BfrWHW* bfc^s 

^7^- (r-feh=hy/v-7K*»sWB (o. i%hy7^i3g^^^r) & 

MS Ve (ESI) 414(MH*-CF 3 C00H) . 

$t«6 3. (R) -1- [7- (2-^ryV) 

-8 - L^jg^lz: 1 -4 fid -6. 7— KP-lH-^!?^-2-/f/^] 

y s?^- 2 h P- 7^p^i 

15 4- [7- -2-^BB-l-^f;V-6-^y-6, 7 

-^FP-iH-yuy-s-^] tr^?^- 1 t-y^ 

/^ai^/us mgS:l-^f;V- 2 -fcfn y K^O. 15mU:|$U D-7° 
nyy^ ^vch^.t'/V 1 5 m g . h y r/50/£ 1 -SrflD&fco 

8 O^CKlTl 2fl#W8fc#U*:^ fi[*^Sr!fe#ftl't-CR^»[S:W(ib/t. -tf> 
20 a^Sr^*/— ;WO. 2 0mK 5 N-tK^^ h y ?A*»«0. 20mlt 

z(omm& h y 7/v*vmko. 4 0mit^iu mmtfx&vkziti-rxwm 
(o. i%hv 7***mmtt) srfljv^.) mt»iL, wi&fb-e^s. 42 

25 m g &#fc 0 

MS Ve (ESI) 400(MH f -CF 3 C00H) 
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mmM6 4. 2- [7- {2-7±~M -l-**?-^-6-**y-8- (b° 
^v^-l — (M -6, 7-i?bKP-lH-^9y-2-^^7?^i 7" 

5 DL-75=y^f;^f;v &®&&&fflv>T^lfe0!l 6 3 ^IQtifttcj&au 9 
§B-fb^ 1 . 1 2 m g £:#fc„ 
MS Ve (ESI) 374(MH f -CF 3 C00H) 

glifeffil6 5. 7- -1-^^-8- (fc°^<7vV- 1 -^f 

M -2- -^V-2-^/W^V^-^i/) - 1, 7-i?KKP^!)y-6 

io -a-^ h y 7/v^-p§^^^ 

4- [7- (2-^=7V) -2-^nct-l-^^/V-6-^-^y-6, 7 

-i?tKB-iH-yyy-8-^^] i*-*???*'- i — tf/nfli'ifc x 

/Vzc^7 i ^6mgSrl-^^/V-2-t 0 ti y F^O. 15ml tfyi? 

^isst^fl^n^- h^7^- (r-fe h y/v- tMm^iwb (o. i%hy7 
/M-n^s^n stjbv^.) Ktmu anaftj-frwo. ssmgWc. 

MS Ve (ESI) 394(MFf-CF 3 C00H) 
20 Hjfe^ll6 6. 7- (2-7^-^V) -2 — f y7"P^- l-^f7V-8- 
(b°^<9S^- 1 -^/V) - 1 , 7-i?l:KP7yy-6-ty hJLZ2k±H 

4- [7- (2-7*^=^) -2-^nn-l-^f^-6-^y-6, 7 
-^t Kti-lH-T-y ^-8 — fAO tV9i?v-i-^;i,#yi 
25 ;vx^7 1 ;V6mglrl-^f/v-2-tfnp T/O. 15ml|^)|U 

— /VO . 1 0 m K 7Kf!f<ffc;-7- by 7^5mg ^n^fc 0 abater 5 ttKQjft 
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mmmzwmvtco mm&hv ^^nmsto. 4 0miMu mm*** 
jv-*.m®mm (o. i%fy7;vtnSi^t) srffiv^c„) fc-rwaib, ^ta 

5 tfc&W 2. 6 8 m g =§ir#fc 0 
MS Ve (ESI) 345(MH + -CF S C00H) 

HMI6 7. 7- (2-^=^M -2- (2-^^/^^^) -1-;*^ 
JV-S- (tf^^V-l— iVM -1. 7-^bKP^!)y-6-ty fy 

10 6 6 fcfc^T, ^ y ^"n^/ — 7V^V^ftfc> «P I- 2 1 

-•/v&ffiV^TfliSM 66i: ^Il^ll, Mmik&Vo 3 . 4 0 m g &#fc 0 
MS a/e (ESI) 355 (MHM^COOH) 

tM!l6 8. [7- - l-^^-;V-6-^-^y-8- (fcV< 

7^y- 1 -^/V) —6. 7— S^E KP-1H-/!) ^-2-^^7/1/7 7=^] 
15 @EB£;* ±A^Zr£fr b '-J p BEBfeifc 

4- [7- (2-^^/V) -2-^nn-l-^f/V-6-t^y-6, 7 
Kp-1H-7"!J ^7v?y- 1 -TJ/V^m t-zff- 

/Vxxf/W6mgS:l-^^-2-lfny K^O. 15ml»U ^/v* 
y M£g£^ 0 n K y?A6mg SrJUjtv ill'T 5 

fco fil^it, a*6Sr b y . 40ml U 

y>v-X&mm (o. i%hy7/^a^t) Sr/Hv^.) k-cf*Ru-* 

S&ffr£*4. 8 3mg<Sr#fc 0 
25 MS Ve (ESI) 391 (MH*-CF s COOH) 

^ifefl!l6 9. 2- [7- (2-Zf^~M - l-^f;V-6-t^y-8- (fc° 
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1-4 M -6, 7-^KP-lH-/Py-2-/f;l/7;V77 = 

h zfn ^^m^^=^^T^m^xmMm est irmuki^su hie 

MS Ve (ESI) 419(MH + -CF 3 C00H) 

MM&l 0- 3- [7- - l-^^7V-6-^-^y-8- (tf 

^s^-l-W/u) -6, 7-^bKp-lH-yyy-2-^;i/77^ 

fl5-&*J 3 . 7 5 m g 

MS Ve (ESI) 419(MT-CF 3 C00H) 

7 1. 7 — ( 2 - z/^^V) — 2 —^.^-;V^;V7 7 1 - ^ 

15 8- (^7^-1- Qv) -l. 7-i^t:Kn7'y>'-6-ty hV7/U 

V^T^JI^J 68i fflfttcftLS U «»fb^ 4 . 7 0 m g &#fc e 
MS (ESI) 347(MT-CF 3 C00H) 
20 ^jfe^[|7 2. 7- -2- (2-t KP^>if;V^77 = 

/i^) - l-^^-s- (tf^<9^- 1 ->fAO -l. 7-i?bKp^yy- 

/v^^ y—/v^m^xmmm est mmzymi^ mw&ib&k 3 . 57m 

25 g ^#fc„ 

MS m/e (ESI) 363 (iflT-CFjCOOH) 
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mmm7 3. 7- (2-^^=-m - 1 - ^ ?vv- 8 - (^9^-1-^ 

JV) -2- (try -^V- 2-^/V^7V77^V) -1, 7-i?tPP^!)y-6 

5 /v*^ h try i?i/&m^xmmm e s fcimnKi&jau aw&r&e^M'. e e m g 

MS Ve (ESI) 396(mr-CF 3 C00H) 

^MM 7 4. 7 - ( 2 - ^g^t/) - l — * ^-/u— 2 - ^ f2b*2LZ Z — ^- 
8- (bT*<9S?y- l-^/lp -1, 7-i^t: Kn^y ^-6-^-^ h!J7;V 
10 ^-PffSMtt 

As*-?* > (30 % s * J — /VjSWO Sr/H V»T^j&60S 68t li^l^S U 
*f&ffe£*4. 0 8m g r#fc o 
MS Ve (ESI) 333(Mir-CF 3 C00H) 

15 iltai7 5, 7- (2-^^7V) - 2-i/^p^V;^;v77=;v- l - 
y 7^^-p@^^^ 

^v-ff-*— fr&m^Tmmm 6 8 1 ^icML, mmt&y>>4. 1 3 m g 

20 Sr#7b 0 

MS Ve (ESI) 401 (MH*-CF 3 C00H) 

Hjfcffl] 7 6. 7 - ( 2 VA^JkZ Z 1 - * 

8 - (tf^s?^- 1-4 ;v) -l. 7— Kp7°U h 

25 4- [7- (2-^=^) — ;*?vV-6— ;*-df-y— 6, 7 

-i?tFD-lH-7°!Jy-8 — i)V\ M^y^-l-^jV^m \ 
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;H^f;l/ 6 m g ^ 1 - ^ f /V- 2 - f n P 0 . 15mlK:i£#U 

MTU igSrM)7;VtP.SiO. 4 0mlf*U SfcJlMf^SrlfctttltT 

tbtg (0. l%hV7Ji'*-*ffik£G) SrfflVNfc) R:-cf*»U ^ISfl2^4. 
5 6 m g 5r#fc 0 
MS Ve (ESI) 361 (MIT-CF 3 C00H) 

mmm7 7. 2- 1-^^77=^-7- -1-^ 
10 /v-8- (bV7^y-i-^^) -1, 7-7bKp7gy-6-ty hy 

7;v-tPj^t 

%tfc0l7 6fc)3Vv-C\ ^u^y- 2-^^-— 7V h U >7A4g^V>Sftt?«9 

MSL, ^|B^#>2. 5 8mg». 
15 MS V© (ESI) 375(Mir-CF 3 C00H) 

gHfeffll7 8. 7- (2-^=^) -2-^^^h- (tf 

^9^-1 — T/v)-l, 7-^bKp^l)y-6-i-y HI7;^pH1 

^jfe^j7 9. [7- (2-^^/V) - 1 -^^/^-6-^-^y-8- (f^< 
20 7'^^-1-^/V) -6. 7— KP-1H-7*!) ^-2 — f )V^)V7 r =AQ 
§^1 H)7;vtP^iS 

4- [7— (2-^^=.^) -2-^l3d-l -^^vl-- 6 -t^y- 6 , 7 
Kp- lH-7"y ^-8— (?V\ \?^<=7*?l/- l-3JjVi$l/m. t-Zff- 

25 Ifcjt 20^1, y 17 ^ 6 m g Sr^P&fco mm^X 5 B#|W»# 
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tii^iifc. ^©ssirx^/^o. 2 0mi, su-xmtf-ivv 
j**.mm o . 20ml imm ufc Q mm\zxmm& vtt&. mmx* %»k%tt 

ttTSJ&?£«r**Sbfco lOBH^ h y 7^nft»0. 4 0ml mi&#U £ 

5 h =• b y tv-immm ( o . i % h y ^a-pgrn^r) sr^fcj i~ -cwrj* 

u 7 _ (2-^=/V) -2-^/>^7 P h-l-^^V-8- (^7^V- 

7 -^fc KcT'y 6 — tf-f h y ^/l^PEtifctft CMS 
(ESI) 319 (Mtf-CF^OOH) ] £ 0 . 96mg, [7- (2 - zff-—As) - 1 — * 

-6-t^y-8- (tr^^^-i-^T/v) -6, 7-^tKn-iH-^y 

10 y-2--f;v^^77=^] WW. h y C^Bftitt CMS Ve 

(ESI)377(Mir-CF 3 C00H)] 5:0. 6 lmgffc. 

8 _ (t°s<7*?^-i-4M -1. 7-ytFp7!)y-6-ty hjrz^k: 

15 4- [7- (2-^^-/V) -2-^OP-l-^f;V-6-t^y-6, 7 
-i?tKn-lH-7!Jy-8-'f;V] fcf'<9£ 5 >'— 1 -^A^Vfifc t—zf*?- 
;Vx7f^6mg?:l-^f;V-2-fP!) KyO. 15ml^U 
ft-^2 0M lx ^^y f7^6mg%inx, ^?i.^T5^a^UfCo 

25 **^»tB (0. l%hy77VtPittf) SrfflV^o) fctHf»U WE-ffc-S- 
<$J 3 . 2 1 m g tr#fc 0 
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MS m/e (ESI) 363 (MH*-CF 3 C00H) 

mmm 8 1 . 7 - ( 2 - 2 ^/vfr-^ - 1 s 

5 4 _ [ 7 _ (2-^=/V) -2-^na-l-^^V-6-^*'¥y-6, 7 

-^t Kn-iH-^yy-8-'f;v] tr-^^^v- 1 t— 

^f;V6mgSrl-^f^-2-tfo!)^0. 15mlfc8»U 
10 rcD^jg&S^fp^^o. SmlWWlU -7 8'C^^lUfCo - 

-c i 5 ufcj RftM^mmm^- hvv ^ma^mm^M ^ 

15 (0 . l % h y 7/>*aB»^t) Srfflv^fcJ fcLTHIKU «fBfls<e4S> 1.19 
m g ^r#fc D 

MS Ve (ESI) 379 (MH + -CF 3 C00H) 

jHBW8 2. 7- (2-^=/u) -2-V7;-Wf;V-8- 

20 4- [7- (2-^=/V) -2-^HP-l-^fA'-6-t*y-6, 7 
-S?fc Kia- lH-^y lf*<9^-l-*/^*^Sfc t-zf^ 

;H^T/>8mg^N-^f;Vtfpy F^0. 2mll«U i/7^th!J 
^10mg &iOi, 5 0°CKT 1 l#W£#Ufc„ EOS»*Sr#n*U IWfc^f" 
/v^-CttWUrt„ #1M«r*ffiU 4- [7- (2-^^v) -2-W- 

25 l-^^/V-6-^y-6, 7-^fcKP-lH-y!ly-8-^V] 
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- {T^h~hv>v-jmmm (o. i%hvy^^mm^^) zm^frj 

MS (ESI) 312(Mir-CF3C00H) 

5 mmm83. 7- (2-^=/v) -l-^^v-e-^-^y-s- 

a) 4- [7- - 2 ~»^/f /U- 1 - ^f A^- 6 - 
-6. 7— S?fc KP-lH-^i? ls-8—'(A'~\\i'<?i?>'—l—#A*&l'tit t 

10 4- [7- -2-^PP-l-^f^-6-t*y-6, 7 

-^kKn-lH-ypy-S-^/v] fcv^v 5 ^- l -jjfrtflsWt t -77 
jv^**r;vi 7 6mg^N-^f;vtfp!J Ky2mlfcSiU WftthJ 
^lOOmg^M, 5 0°CldT0. 5R#Wi&#bfco Kft^K^ft&P*.* gfc 
Si^CtitHlfc. #NUI«:mU 4- [7- (2-^=/V) -2-v- 

15 7y-l-^^-6-t*y-6, 7 - «?K Kb - 1 H-^ P V- 8 - >f ^] 
^7^-l-*/V5j?y^ t -77jVx.7>7A'1 7 0mg%#fe o iOfc© 
98mgSrfh7tKP77^3mU ^^;-;V2ml II^U 2 0%7y 
^=T7K^ 0 . 5ml, 30 %3iiMb!k** 0 . 5ml Ml-T^ 

ic-cflfKUs ■WI^A'-^^y— /vigffi#®<fc 19 > *fBfls-64& 7 7 m g 

l H-NMR(CDCl 3 ) 

6 1.49 (s, 9H) 1.83 (t, J=l. 2Hz, 3H) 3.42-3.49 (m, 4H) 3.58-3.65 (m, 4H) 
25 3.95 (s, 3H) 5.01 (d, J=2. 4Hz, 2H) 5.54 (br, 1H) 7.61 (br, 1H) 

b) 7- - l-pt^V-6-^y-8- (fc°^7^V-l- 
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-6, 7-^bKp-lH-^yy-2-j;;^f ^ K 
4- [7- - 2 ;v- l — *<?-jV- 6 -ir^rV- 

6, 7 -ft h'P- 1 H-^y ^-8 — f/H t^7^y- 1 — t 
-Zf°f-A>^X^jV7 7 m g & h y 1 m 1 IcHU lllfc, ME 

jv (5 : i) mm^m^mm^mA 9m g ^#fc 0 

'H-NMR (CDC1 3 ) 

6 1.83 (t, J=2.4Hz, 3H) 3.05-3.07 (m, 4H) 3.45-3.48 (m, 4H) 3.94 (s, 3H) 
4.98 (s, 2H) 5.57 (br, 1H) 7.65 (br, 1H) 
10 mMMSA. 7- (2-y'*7-—M — 1 (b 9 

^9^-i->f/u) -1, 7-i?tpp^!)y-6-^ hy7^tpsa 

l£tfeff>]8 5. 7- (2-^=/V) - 1 -ff~)V- 8 - (g^S^-l 

15 4— [7- (2— -^ e f-=-fV) - 2—%A'S^s(;V— 1 -;>< 'tvP- 6 y - 
6, 7—3? t Kb - 1 H-7"y 5^— 8 -> f/V] f-^^v 5 ^- 1 t 
-/f;vx^f;H 2. 5mgSrr h5t Kn^fO. 3ml, ^^/-;VO. 
2mlfc»iU 2N-*m<b7 r -hy »>AO. 0 5ml£iq;t N 5 0^X21^ 

20 m&MmmwMmfc?*^by97j-(T±b~bvsv-7k&®W)m(o. 1% 

fy7;vtD^f) £ffll^c 0 ) tTiSSt, 7- (2-^=^) -2-# 
/V/i?^^- i-y^/k-8- (tr^^fv- 1 -WWO -1, 7-i?t Kb/P 

Is—Q-^T-y h y [MS Ve (ESI) 331 (MH + -CF 3 C00H) ] 0. 4 

4m g> 7- (2-^5^—^) -l-^^/V-8- ( 1 — f JV) - 
25 1 , 7— 5?fc YwfV ^- 6 -^-^ h y ^/V^-a^mC'H-NMRCCDClj) 5 1.81 
(t, J=2. 4Hz, 3H) 3. 54 (br, 4H) 3. 63 (s, 3H) 3. 83 (br, 4H) 5. 02 (s, 2H) 8. 20 
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(s, 1H) ;MS (ESI) 287 (Mir-CF 3 C00H) ] 6. 4mglr#fc„ 

mmM8 6. 7- (2-?°?~M -2-* h±SH: 1 -(2-7^^/^31^) 

-8-(^7^^-i-^/v-)-i, 7-i?tKp^yv-6-ty MM 

a) 2."2— S^^VK^gga-^Mfe r7-^^v ? /V-2. 6 - V - 1 ~ ( 2 

6 l. 2. 6. 7— r Lg-^ Kp^J 2L£jj^ 

2, 2-^f;v/payS [7—<^/v-2, 6-^^y-i. 2, 
6, 7 ^ 7 1 Ko/y ^- 3 — ^ f ;H^f;V5 0 Omg> 2 — 
=.?-;V^sM^0. 3 8mK m*$m*V *-^3 9 Omg, N, N-^^VV- 
10 *M7 5 K 5 m 1 (Dm&m*: 5 0 'G^iftm* 2 B^rafln^W* Ufc 0 £0Si&$r@£ 

7jc-ettwu ^Wtm*jfcfc> iafp^*i7K^v> % M^m^^i^^ 

m g 5r#fc 0 
'H-NMRCCDClj) 

15 5 1.19 (s, 9H) 2.92-2.98 (m, 2H) 4.19-4.25 (m, 2H) 5.48 (s, 2H) 6.11 (s, 
2H) 7.17-7.40 (m, 10H) 7.54 (s, 1H) 

h) 2. [7-(2-^;V) -8-^PP-2, 
6 _^^-jpy_l- (2-7 3i~/U3^vV) -1. 2, 6. 7-ff7 tFP^ 

y ^— 3 — f AA ;* gvj^z^Zk 

20 2, 2-v ? p<^7 P ci bT^^fifc [7 — <^/V-2 , 6 -SWpy- 1 -'( 2 
-^cn^/V^^/V)- 1, 2, 6, 7— f b9t K^T-y ^-3-^VKl 
^540mg, 10%^7^^A^|5 0mg, 6H&8 m 1 <Z>»<£4fe$r£?BL 

25 l-7'o ; f-2-7*fyO. 1 5m 1 , ^7X^^ V 3 0 

Omg,N,N-^ <f-A<ib>VJ* T% K 5 m 1 W^ifel SrSift-C 2 R$Hg&# Ufc 0 
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Z.<D^fe&&^ N-^t2P3A^/fU'180mg, N, N-^f/V*/^ 
7U'5ml oa^SrM-C 2 Ufc„ KJ&«K: 1 ^/U^tflifcBtf- h V 
5 ?A7j«j£o. 5ml «r*q*.fc«, BBfc^/K TKT'ttfflU ^*I&7k#;, 

fe*S*-ffe; UT«|BflS-&* 3 8 0 m g &#fc 0 
^-NMRCCDC^) 

5 1.21 (s, 9H) 1.83 (t, J=2Hz, 3H) 2.92-2.98 (m, 2H) 4.19-4.25 (m, 2H) 5.11 
10 (q, J=2Hz, 2H) 6.05 (s, 2H) 7.18-7.32 (m, 5H) 

c) 4 _ [7- -2, 6-^V-l- (2-7x=;l/x 

-2. 3. 6, 7— f f9t Kp-IH-^U tf-^S?^ 
- 1 jVaft ^ t - ^gvW£E^g7V 

2, [7- (2-^=7V) -8-^PP-2, 6 

15 -^y- 1 - (2-7^^/V^^/V) -1, 2, 6, 7-fb7tKpyy 
V-3-^f/V] ^f;Vxxf;V3 8 0mg, fc^^S^- 1 -^/VJf^Bfc t- 
^•^-/Uoi^y i /V'4 6 Omg.N-^f/Hfo y Fi^O. 5ml (DW&*fa%: 1 5 CC 

/iv^^f (1/1) -C?5fcV\ ?5fc?KSrfcfc»^:-C^aE««iU, a$£5 7 0 

m g £r#fc 0 

Cl<D^^^4s fh7tKo77y5ml, 7V2. 5ml <DU^^^ 

Tkmib-T h V V A 3 3 m g £r IP 3 0 $H*# bfc 0 KJCttm 1 Ntt 1 

25 mltttfct> SfcBfc*^/K dcCfflffiU ^rStWSr*^ l&*Mfcitok-CiSfcV\ 
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l H-NMR(CDCl 3 ) 

5 1.50 (s, 9H) 1.85 (t, J=2Hz, 3H) 2.91-2.98 (m, 2H) 3.37 (br. s, 4H) 
3.56-3.62 (m, 4H) 4.15-4.22 (m, 2H) 4.87 (q, J=2Hz, 2H) 7.18-7.35 (m, 5H) 
d ^ 4 - r 7- (2—'77-~A') -2-^PP-6-t»y-l- (2 -7*^ 
5 =ju^±A^ -6. 7— S?fc Kp- lH-yj ^-8 -^VH tf^S?^- 1 - 

4- [7- -2, 1- (2-7ai^V3i^) 

-2, 3, 6, 7 -f h5 1 Kn - l H-T'y y- 8 -/f ;V] tf^7^^- 1 - 
^r/wtf^Mfc t-^f;vxX7 1 ;i/2 9 0mg, d-^t^Hlflsy ^4m 1 o»fr**r 
10 12 0 ■Cojftm^ 8 Nf^»*# bfc 0 KJ&tt&KEEikMC U a**^ h7t K 
077^5111 1 «0Lfc„ -^-t-7*f;V2 5 0mg, 

jftJ^fiftTKSt-t- h y 17 AtK^^ 10ml, f h?tKo7?yi0ml (OMS^O^ 

^$SJ1 **tfcs<S5fft4Wa*t?«5V \ SS^iM^ -?ttftft$ftff 8MB Ufeo 

15 aSE^ 3 0-5 0 %lffl|:n^v>i,/^$MJ- f W P # 7A^n^f^7^ 
&l3£ftV\ #Cl^5 0-1 0 0%^^/~ /V/7Kt?j£tB7J9A^Pi-=r h??? 
-f £r*5 - fcV\ fitl&ffr&W 6 0 m g £#fc 0 
^-NMRCCDCls) 

5 1.49 (s, 9H) 1.84 (t, J=2Hz, 3H) 3.10-3.16 (m, 2H) 3. 40-3.46 (m, 2H) 
20 3.57-3.63 (m, 4H) 4.42-4.49 (m, 4H) 4.94 (q, J=2Hz, 2H) 7.21-7.34 (m, 5H) 
e) 7- -2-* l-(2-7x^xf;V)-8-(b° 

4- [7- (2-^^=-7V) - 2-^PP-6-W-l- (2-7aiC=./V 
oi^vv) -6, 7 - Kb - 1 H-7*y f - 8 ->f A] ^7^V-l-^> 
25 t-T'f/Vx^f^Tmg, ^^7-;V0. 5 m 1 CjS#*|!:**fl:t 

(6 0%ifttt) lOmgiM, i»-e2 0^1Wlfc. RiiS»tfc2KSr 
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h v yjvirxi mm o . 5mi srjq*.MT? 3 o \sit&w&& ufc„ mm* 2 
o-8 o%* As/*, (o. i%m&wt£%[) -T*mm%?j*?wh??7 

4— «r*5;ifcV\ «fl&fb^»4. 3mg £#fc c 
5 1 H-NMR(DMS0-d6) 

5 1. 80 (br. s, 3H) 2. 85 (t, J=7Hz, 2H) 3. 28 (br. s, 4H) 3. 48-3. 54 (m, 4H) 3. 83 
(s, 3H) 4. 15 (t, J=7Hz, 2H) 4. 97 (br. s, 2H) 7. 16-7. 24 (m, 3H) 7. 29 (t, J=8Hz, 
2H) 9.08 (br.s, 2H) 

gaifrM 8 7. 7 - ( - 2 b fry- 1 - ( 2 - 7 xl~A>^JV) 

io -8-(fc c ^<7^-i-^)-i. 7-^tKp^uy-6-ty ill 

'H-NMR (DMS0-d6) 

8 1.28 (t, J=7Hz, 3H) 1.80 (s, 3H) 2.86 (t, J=7Hz, 2H) 3.27 (br.s, 4H) 
15 3. 46-3. 53 (m, 4H) 4. 15 (t, J=7Hz, 2H) 4. 25 (q, J=7Hz, 2H) 4. 97 (s, 2H) 7. 17 
(d, J=7Hz, 2H) 7.22 (t, J=7Hz, 1H) 7.29 (t, J=7Hz, 2H) 9.04 (br. s, 2H) 
mMM88. [7- j2=7±BM (2-7x=/Vxf 
/V) -8- (tf^v^-l — L±) ~ 6 • 7-^KP-lH-y!)y-2- 

20. 6e)-e^^y— ^©ffcbDlcM-^jj /v^^/v^^^-^ffiv^ 

J H-NMR(DMS0-d6) 

5 1.80 (s, 3H) 2.96 (t, J=8Hz, 2H) 3.29 (br.s, 4H) 3.50-3.56 (m, 4H) 3.68 
(s, 3H) 4. 16 (s, 2H) 4. 23 (t, J=8Hz, 2H) 4. 99 (s, 2H) 7. 24-7. 38 (m, 5H) 8. 96 
25 (br.s, 2H) 

H»J8 9. f 7 - (2-^^/>) -6-^-fry-l- (2-7 j^/VJ^ 
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jv) -8- (K'^ity-i—fM -6. 7-^tKP-iH-^yy-2- 

5 'H-NMR (DMS0-d6) 

5 1. 22 (t, J=7Hz, 3H) 1. 78 (s, 3H) 2. 87 (t, J=8Hz, 2H) 3. 26 (br. s, 4H) 3. 47 
(br. s, 4H) 4. 05 (d, J=6Hz, 2H) 4. 12 (q, J=7Hz, 2H) 4. 21 (t, J=8Hz, 2H) 4. 89 
(br.s, 2H) 7.17-7.35 (m, 5H) 7.51 (t, J=6Hz, 1H) 8.93 (br. s, 2H) 
^1jfe#l9 0. 2- [7- -6-i-^y- 1 ~ 

10 ;c*W -8- (tf^9S?^-l->f/H -6. 7-^tKp-iH -/yy-. 

t vx&m* y * j*&m^MM set mm^&j&vito 

'H-NMR (DMS0-d6) 

15 8 1. 79 (s, 3H). 2. 87 (t, J=8Hz, 2H) 3. 26 (br. s, 4H) 3. 52 (br. s, 4H) 3. 84 (d, 
J=5Hz, 2H) 4. 19 (t, J=8Hz, 2H) 4. 91 (s, 2H) 7. 02 (s, 1H) 7. 16-7. 40 (m, 7H) 
9.08 (br.s, 2H) 

mmm9i. n- [7- (2-^^) -e-* -*y-i- (2-7^^ 

31 ^yy) - 8 - (^°^.y-J^- l-^CM -6. y-^KP-lH-^P^- 
3Ufe#!l8 6 e) t?^ ^ ; -;V©f^fc iJluN - ^ f U ^J/xf M. 

mM^m^x, mmt vxmwt* v vj*&m^mi&M8 6 tmu^^t^o 

1 H-NMR(DMS0-d6) 

6 1.17 (t, J=7Hz, 3H) 1.80 (s, 3H) 2.76 (s, 3H) 2.96 (t, J=8Hz, 2H) 3.28 
25 (br. s, 4H) 3. 46-3. 52 (m, 4H) 3. 88 (s, 2H) 4. 09 (q, J=7Hz, 2H) 4. 27 (t, J=8Hz, 
2H) 4.98 (s, 2H) 7.15-7.30 (m, 5H) 8.95 (br.s, 2H) 
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mmm9 2. [7- -e-^y- i- (2-7^^^ 

;V -) - 8 - (if^y^ly-l-yfM -6, 7-^Kp-1H -^!)V-2- 

5 je^J8 6 tmrntttftvito 

'H-NMR (DMS0-d6) 

S 1. 80 (s, 3H) 2. 93 (t, J=8Hz, 2H) 3. 28 (br. s, 4H) 3. 49 (br. s, 4H) 3. 72 (s, 
3H) 4. 20 (t, J=8Hz, 2H) 4. 96 (s, 2H) 5. 02 (s, 2H) 7. 20-7. 34 (m, 5H) 8. 87 (br. s, 
2H) 

io mmm\9 3. 7- (2-zff-^M -2- -1- 

(2-Z7^^^M -8- W-l — CM -1- KP/ 

15 'H-NMR (DMS0~d6) 

5 1. 80 (s, 3H) 2. 88 (t, J=8Hz, 2H) 3. 29 (br. s, 4H) 3. 49 (br. s, 4H) 3. 71 (t, 
J=6Hz, 2H) 4. 18 (t, J=8Hz, 2H) 4. 28 (t, J=6Hz, 2H) 4. 97 (s, 2H) 7. 16-7. 32 
(m, 5H) 8.90 (br. s, 2H) 

^M9 4. 7- (2-7?'-M -2-^W$;-l - (2-7x = 
20 A>xf^) -8- {y+^W-l-JM -1. 7— s?fc EH^ij 

lUfi^J 8 6 e) -C^ ^ 7 -;k©ttfc> 5 0 5 ^zKSBfcSrJBV^* 

I«8 6 £IH^^/&L/c 0 
^-NJflKDMSO-dO) 

25 5 1. 80 (s, 3H) 2. 60 (s, 6H) 2. 89 (t, J=8Hz, 2H) 3. 28 (br. s, 4H) 3. 49 (br. s, 
4H) 4.26 (t, J=8Hz, 2H) 4.98 (s, 2H) 7.06-7.27 (m, 5H) 8.93 (br. s, 2H) 
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3feKSflU9 5. 7- - 8- (fcV^S^-l — ( 

a) 4- [7- -2-^PP-6-t^y-6, Kp 

-iH-yyy-8-^;v] tr*<9s?^— 1 -usviSi'm. x--f s f-)v^-^ t r^ 

5 4- [7- (2-7^=-JV) -2, 6-^PB-7H-/!lV-8 — f/V] 
8 0mg x i?^ f;^;V*^r^ K 1 0 m 1 ©I^ft^, 80t©W24ffi 
*5fcv\ M7Ka^^^^A-e^«J£MUfc 0 a$£& 5 0 - 7 0°«x 

-^dr^-CijqyMb UT$?fBffr8^ 8 0 0 m g ^#fd 0 
1 H-NMR(CDC1 3 ) 

5 1.49 (s, 9H) 1.83 (t, J=2Hz, 3H) 3.44 (br. s, 4H) 3.56-3.63 (m, 4H) 4.94 
(q, J=2Hz, 2H) 

15 b) 7- (2-7°?— M -2-^PP-8- (V^Vls-l — <)V) -1. 

4- [7- (2-^^=/W) -2-^BP-6-t*y-8, ' 

20 77^- (Tir l>~ h V*-fcm®Mft (0. 1% h y 
VNfCo) fcTffifiRU flWBflfrfr* 3 . 4 5mgS:#fco 
MS m/e (ESI) 307 (iflT-CFjCOOH) 

^jfe^i|9 6. 2- [7- (2-^n/V) -2— S^7yVT^y-6-;*-fry 
-8- {M^'J-y- 1— -6, 7-^bKP7'Py-l->f^f/l/] 

25 ^<>V^JLl7k &MMft 

a) 4- [7- (2-7?-M -2-^PP-l- (2-i/7/^^» - 
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6-^y-6. 7-^KKP-lH-^gy-8-^] V^^ls-i—fr 

4- [7- (2-^^7V) -2-^PP-6-^y-6, 
lH-T'Dy- 8 — iW] t^^S^V- l-tfA'tf^'lfc t -^f;H7r;H 
5 0 0mg,2-^T;^y^n?^ K6 Omg.^TKK^ !> ^^6 8mg, 
. N, N-^W;VA7 5 KlmlOM^iI-e4NfWLfc. EL&M 
. IcSHfcai^A,/^^-^^ (1/1), ^SrJn^SPftSr^iflU*:. 5**rlWfc^^ 

JEWffi Lfc„ &«E«r 3 0-5 0 ^iffila^/^*"^ fCS' 9 * y A * o 
10 ^ h^77^- fe*J£fcV\ fl(1Bfl?fr4fe5 OmgSrtfc, 
^-NMRCCDCla) 

6 1.49 (s, 9H) 1.83 (t, J=2Hz, 3H) 3.43-3.49 (m, 4H) 3. 58-3. 64 (m, 4H) 4.95 
(q, J=2Hz, 2H) 5.72 (s, 2H) 7.06 (d, J=8Hz, 1H) 7.39 (t, J=8Hz, 1H) 7. 51 (t, 
J=8Hz, 1H) 7.71 (d, J=8Hz, 1H) 
15 b) 4- [7- ( 2 --zf^-^jV) -1- (2-V7;^y^;V) -2-vM^/V 

t$ y - 6 -^-^y— 6 , 7 — j?t Ko-iH-^y ^ngjzdlik] 

4- [7- (2-^=/V) -2-^DP-l- (2-^Ty^ViW -6 
-tf-^y-6, 7-^tKn-lH-^r/-8-/f;V] f^y^^-l-*^ 
20 afffll t -^^VWnJ^^vV 8mg,50 ^/l/7 5 >*MWL 20 n UN, 

n- ^vv^/v^r s ko . 2mi Ma-e 2 n#iw»j$Lfc e rjcssk 
tri»*^^ TK-cttwu, mmm*7km, m*&mjk~cvn<>it®mmvit 0 n 

25 'H-NMRCCDCls) 

5 1.50 (s, 9H) 1.81 (t, J=2Hz, 3H) 2.73 (s, 6H) 3.38-3.45 (m, 4H) 3.56-3.64 
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(m, 4H) 4. 91, (q, J=2Hz, 2H) 5. 55 (s, 2H) 7. 07 (d, J=8Hz, 1H) 7. 32 (t, J=8Hz, 
1H) 7.46, (t, J=8Hz, 1H) 7.65 (d, J=8Hz, 1H) 

c) 2- T7- j2^7±~M -2-v ? ^^VT$y-6-^-^-y-8- (fcf 

5 y/v jft^ta 

4 - [7- -1- (2-V7/^y^V) .-2— S^^VT 

57 _ 6 _^-^y_ 6> 7-^tKo-iH-yyy-8 — OV\ 

l-^/Vj^^M t — iff-jVa^^fjV^. 5mg|C h V ^l^dBftfcO. 5ml 
&Jq;fC*#U iST?2 0MIUfc. RlS»Sr*«fU ^2 0-8 0% 
10 ^^-/U/tK (0. 1%*^®^^") t»7A^P-7h^77^-»|}L 

'H-NMR (DMS0-d6) 

6 1.76 (s, 3H) 2.69 (s, 6H) 3.28 (br. s, 4H) 3.51 (br. s, 4H) 4.91 (s, 2H) 
5. 40 (s, 2H) 7. 04 (d, J=8Hz, 1H) 7. 43 (t, J=8Hz, 1H) 7. 60 (t, J=8Hz, 1H) 7. 83 
15 (d, J=8Hz, 1H) 8.90 (br. s, 2H) 

mffiM9 7. [7- {2j=7±~M -i- (2->t;^;v) -6-d- 
y - 8 - {MdiZJZk^z i ^Ukl -6- 7— s?fc Pp- iH-:/y y-2- 

20 jBv>r*fo*c#ifc*; y v&&m3&k ltwj 9 6 1 mfinc^fifeufco 

'H-NMR (DMS0-d6) 

5 1.79(s, 3H) 3.29 (br. s, 4H) 3.56 (br. s, 4H) 3.65 (s, 3H) 4.12 (s, 2K) 4.99 
(s, 2H) 5. 48 (s, 2H) 7. 10 (d, J=8Hz, 1H) 7. 50 (t, J=8Hz, 1H) 7. 65 (t, J=8Hz, 
1H) 7.92 (d, J=8Hz, 1H) 8.95 (br. s, 2H) 
25 $mm9 8. 2- [7- (2-^^M -2-* h 6 -:j-=fr y- 8 - 

— -6. 7— KP^y ^- 1 z^L±2L£>k] 
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mnm 9 6b) x-*s* ^ w&t> viz*?; -^m^xm^mm^ v * 

l H-NMR(DMS0-d6) 

5 8 1. 79 (s, 3H) 3. 28 (br. s, 4H) 3. 48-3. 56 (m, 4H) 3. 91 (s, 3H) 4. 97 (s, 2H) 
5.32 (s, 2H) 7.19 (d, J=8Hz, 1H) 7.48 (t, J=8Hz, 1H) 7.63 (t, J=8Hz, 1H) 7.87 
(d, J=8Hz, 1H) 9.05 (br. s, 2H) 

jgjfeM9 9. T7- -l-;/7^f ^6-t^y-8- 
1 -JtV) -6. 7 - S? t KP - 1 H-^g y- 2 ->f 
10 tc=vv] gE§&^ =f-j\>^7,^r;V i&WtlM. 

a ) 4 _ [ 7 — ( 2 —zf^-=-jV) -2-^PP-l-V7;^^-6-t^y 

— ^g2kS^£zk 

15 #J 9 6 a ) t HOHt^-a^ Ufc 0 
'H-NMR (CDC1 3 ) 

8 1. 49 (s, 9H) 1. 84 (t, J=2Hz, 3H) 3. 43-3. 49 (m, 4H) 3. 58-3. 63 (m, 4H) 4. 91 
(q, J=2Hz, 2H) 5.18 (s, 2H) 

20 -1 — -6. 7-^b Kp-iH-7°yy-2-^/^v-77=;y] ^ 

mm 9 7 maav vc H mMM 9 6a) -e# b^fcfc-ai^f^ 9 ^ -hia^»J 

9 9a)-e#b^^^b^^v^x, mmms 7 tmm\^^t^o 

^-NMR (DMS0-d6) 

25 8 1.80 (s, 3H) 3.29 (br. s, 4H) 3.55 (br. s, 4H) 3.68 (s, 3H) 4.22 (s, 2H) 
4.98 (s, 2H) 5.21 (s, 2H) 8.93 (br. s, 2H) 
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a) 4- n. 7-^* (2-^-^) -2-»PP-6-^ y-6. 7- 
'H-NMRCCDCla) 

10 5 1.49 (s, 9H) 1.80 (t, J=2Hz, 3H) 1.83 (t, J=2Hz, 3H) 3. 40-3. 45 (m, 4H) 
3.57-3.62 (m, 4H) 4.93 (q, J=2Hz, 2H) 4.98 (q, J=2Hz, 2H) 

b) ri. (2-^~*0 ~ 6 -t^ry- 8 - 1 ->f A") 

15 Hl»J 9 7 fc*5V^ 9 6 a) T-# btlfrfc'gr!&0<Dftt> 9 fc, -fcSB^OfcW 

1 0 Oa)~?&t>tl1t<k&®*B^X, mMM9 7 kmmz&f&Vito 
'HNMR (DMS0-d6) 

5 1. 79 (s, 6H) 3. 28 (br. s, 4H) 3. 53 (br. s, 4H) 3. 67 (s, 3H) 4. 15 (s, 2H) 
4.83 (s, 2H) 4.98 (s, 2H) 9.02 (br. s, 2H) 
20 tttWlOl. 1. {2=7±=M -6-**y-8- (j^jgg 

MMM loot, V =»— /vlfe* ?-;v^*TA'<Dftii X> isT^fci" h 

v vj**m^xmifcwi o o tiRj^^^bfeo 

25 'H-NMR (DMS0-d6) 

8 1. 81 (s, 3H) 1. 82 (s, 3H) 3. 28 (br. s, 4H) 3. 56-3. 63 (m, 4H) 4. 95 (q, J=2Hz, 
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2H) 5.07 (q, J=2Hz, 2H) 9.04 (br. s, 2H) 

mMM 1 0 0 -e, <f-*y y /hm ^^x^^oixfry k> 
5 fflv^, fcmfc-r b v vj**mmb ^xmmm 100 tmm^^t^o 

l H-NMR(DMS0-d6) 

5 1.75 (s, 3H) 1.80 (s, 3H) 3.28 (br. s, 4H) 3.47-3.55 (m, 4H) 3.98 (s, 3H) 
4.66 (s, 2H) 4.96 (s, 2H) 9.01 (br. s, 2H) 

mmmio3. [i-ry^-7- {2-zf -e-^y-8- (t° 

10 ^v^-l— f/W) -6. 7-^Ko-lH-^yy-2 — <;V*J\<7T- 

a) 4- [1— {2-^f-=-;V) -2-^PP-6-t^y-6, 
7 -i?K Kp- lH-T'y >-S-^;Vl S?V- l-ft/V^l/M t 

15 ^!&#!9 6a)-e2-i/7/^y^oW K©f^t> »9 fc^^T V /V^/BV^T 
»9 6a) tlHHIlC^Ufeo 
'H-NMR^DClg) 

8 1. 49 (s, 9H) 1. 83 (t, J=2Hz, 3H) 3. 38-3. 45 (m, 4H) 3. 55-3. 63 (m, 4H) 4. 90 
(d, J=5Hz, 2H) 4.93 (q, J=2Hz, 2H) 5. 19-5. 29 (m, 2H) 5.93 (ddt, J=10, 17, 5Hz, 
20 1H) 

b) [i-ry/w-7- (2--7^~>v) -e-a-^y-s- (tv<^^-i- 

-6, Kp - 1H-^!J y-2-^f;wv77^] 

25 1 0 3a) X*mbfrtz.fc&VO&m^X, MMM 97 t iiMtfe. 
1 H-NMR(DMS0-d6) 
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8 1.79 (s, 3H) 3.27 (br. s, 4H) 3.48-3.56 (m, 4H) 3.66 (s, 3H) 4.12 (s, 2H) 
4.70 (d, J=5Hz, 2H) 4.98 (br. s, 2H) 5.07 (d, J=17Hz, 1H) 5.21 (d, J=10Hz, 
1H) 5.89 (ddt, J=10, 17, 5Hz, 1H) 9.07 (br. s, 2H) 

mm p\i 04. i-7!);v-7- (2-^^/v) -6-**y -8- (fc°^ 
5 l-^7V)-6. 7— S?fc Kp-iH-^yy- 2-^^F!)> M 

^-NMR (DMS0-d6) 

10 5 1. 81 (t, J=2Hz, 3H) 3. 29 (br. s, 4H) 3. 57-3. 64 (m, 4H) 4. 81 (d, J=5Hz, 2H) 
5.04-5.10 (m, 3H) 5.26 (d, J=10Hz, 1H) 6.00 (ddt, J=10, 17, 5Hz, 1H) 9.12 
(br.s, 2H) 

/vSrfflV^T, tK*^ b y ? J**M&k VXMMm 1 0 3 t ^it^Lfc. 

1 H-NMR(DMSO-d6) 

5 1.79 (t, J=2Hz, 3H) 3.27 (br.s, 4H) 3.48-3.56 (m, 4H) 3.93 (s, 3H) 4.55 
(d, J=5Hz, 2H) 4. 94-5. 02 (m, 3H) 5. 12 (d, J=10Hz, 1H) 5. 87 (ddt, J=10, 17, 
20 5Hz, 1H) 9.04 (br.s, 2H) 

Q-6, T7- -1- -6- 

±*r V -8- {\£^^-y-\-y(AA -6. Kp - 1 H-^y ^- 2 

a) 4 _ P7- -1- (2-^K^v-^ ^ -2-^pp- 

25 6-^y-fi- 7-S>fc KP- 1H-^ 'J g^S^-l-* 
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f;Wx-f;V^V^»9 6a) £ H^-g-J&Ufc,, 
1 H-NMR(CDC1 3 ) 

S 1. 49 (s, 9H) 1. 83 (t, J=2Hz, 3H) 3. 36 (s, 3H) 3. 39-3. 45 (m, 4H) 3. 56-3. 61 
5 (m, 4H) 3.69 <t, J=6Hz, 2H) 4.50 (t, J=6Hz, 2H) 4.92 (q, J=2Hz, 2H) 

b) xi - {2=7±~M - 1- (2-^ - 6 -t^y- 8 - (fcT 

^^i?^- 1 — >fA0 -6, 7-^tKP-lH-^r/-2-^f;V^77^ 

io io 6a)~e&ibtitcfc&yo%m^x, mmm9 7tpii^Lfe. 

>H-NMR(DMS0-d6) 

5 1.80 (s, 3H) 3.25-3.32 (m, 7H) 3.50-3.55 (m, 4H) 3.61 (t, J=6Hz, 2H) 3.67 
(s, 3H) 4.14 (s, 2H) 4.25 (t, J=6Hz, 2H) 4.98 (s, 2H) 9.00 (br. s, 2H) 
Hiil0 7. 7- - l- (2-* h^v^^/V) - 6 

15 (tf^7i^y-i--Y;v) -6. 7-^fcKP-lH-7 p yy-2- 

mmm io6t% ^*rv ^—^wi* ^/^xT^&m^zftibV) fc, vry 
y !7A£:j^T2iiS0iji o 6 tnw^fftufco 

*H-NMR (DMS0-d6) 

20 5 1. 81 (s, 3H) 3. 25 (s, 3H) 3. 29 (br. s, 4H) 3. 55-3. 64 (m, 6H) 4. 34 (t, J=5Hz, 
2H) 5.08 (s, 2H) 9.05 (br. s, 2H) 

^108. 7- (2-r/^/V) -1- (2-* h^riy^/V) -2-* 

h^-8-(^7^/-i- <M-i. 7-^Knyyy-6-ty m. 



WO 03/104229 



PCT/JP03/07010 



170 

'H-NMR (DMS0-d6) 

5 1. 79 (s, 3H) 3. 23 (s, 3H) 3. 27 (br. s, 4H) 3. 46-3. 55 (m, 6H) 3. 94 (s, 3H) 
4.13 (t, J=6Hz, 2H), 4.96 (s, 2H), 9. 03 (br. s, 2H) 

mmm 109. 7 — s^Jkn 1 g - i 1 ->f /vo - 

a) 7-^Vv7V-l. 7-^bKP/yy~6-i-y 

7 S'V 18. 2 3 g £^ ^Vl^/Vtf^f K 9 0 m 1 b> 'O'^/K^ 

o^>f Kl6ml StAi*.* MfcT^&WLTCo RJfcrafcBSfct^a 1 
t? s _h»*SrK5*x ffffitW^l 0%M (13 5ml) m»#U 70t 
10 KUpfRLfc. 4R#RBiS#U MfcUfr^U*:^ 5N-7KBMb^hy ^^tK»»c 
^"CpH7*T?(t»5BjUfco flfWLfcHfcSr^BlU f£#IU «Bftt«ll2. 7 

4 8 g £r#fc 0 

b) 4- (7-^y^;V-6-^y-6. 7-^t:KP-lH-/!)y-8- 

15 7-^^/V-l, 7-^t Kci^U ^— 6-^*^1 2. 7 4 8 g£N, N- 
i^^f ;v*M7 5 K 1 5 0 m 1 C^HL, N — ^ » » =*^*Sfc«< 5 K7 . 9g 

S*fc:*C«5i*U fc*ffi«^*5'!7.k"T??fc*fcU £ifc«raM8U 7— <^ 

7-i^t KP7"y 103g£#fco - 

20 ©t>©trtr^?«?V— 1— Xr^^^Ht— ^^■/u*^^A'2 0 gil^U 1 5 

j—>v do : i) mm&m£<o, ^m^mi. 539 g &#7c 0 

25 1 H-NMR(CDC1 3 ) 

5 1. 39 (s, 9H) 3. 07-3. 10 (m, 4H) 3. 35-3. 39 (m, 4H) 5. 44 (s, 2H) 7. 16-7. 18 
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(m, 2H) 7.22-7.32 (m, 3H) 7.91 (s, 1H) 12.18 (s, 1H) . 

c ) 7 -^i?JU-l-*<?-/V-8- -1. 7-S?fc 

4- (7 — <>-^-6-^-^y-6, 7-i?t Ko-lH-^py-S-'f 
5 ;V) tT^^— 1 t-^f-z^f/HSmg^N, N-^y 

f ;^;^7 5 K 1 m 1 l«L, MJ 1 0 m g , 3^>f^^/Vl 

0/x 1 Sr2JPx.> MKT 3 BW^#Ufco SJ&fc^fflflfc^K 7k*tox.frWt, 

^o-?b^77^- (T-fe b= b y/v—Tk^iWB (0. l%Y])7^*vWt 
10 i^^r) =SrJ8V^fe: 0 ) fclTWiSU ^IB^^ 4 . 3 1mg&#fc 0 
MS Ve (ESI) 325(MH f -CF 3 C00H) 

ggffiM 110. 7 1 -a^V- 8 - iv^it -y- 1 ->f ^) - 

is mmk&®&&fco 

MS (ESI) ssgdnr-cFsCooH) 

mmm 111, [7 — g^s?*- 6 -t^y-s - 1 

-6. 7 KPT'iJ V- 1 -^/Vl P1x^;Vx^t;V h V 7A>*Xi*m, ; 

20 3 17^^ f/KOftt) 9 fc^n^ftH^^SrfflV^Tlllfiffil 1 0 9 b PIUK^S 
MS (ESI) 397(MH + -CF 3 C00H) 

*jfcfllJl 1 2. 7 ^S^-l- (2-p< f^S^c^yU) -8- (tf^v* 
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MS Ve (ESI) 369(MH>-CF 3 C00H) 

Hjfeflll 1 1 3 . 7—'<y&A'—l- (2-7fv\?z=-?V) -8- (^7^V- 
1-4jv>) -1, 7— S?fc Re?"!? "s—b—Hrv h!J7;^Pilll 
3 e^fbp< *7U©ft*>9 fc^n^/W^/V^ci^ KSrfflWCllifcfll l 0 9 t mtt 
5 l^It, ^fEte-a^£#fc 0 
MS Ve (ESI) 349(Mir-CF3C00H) 

HlfeffiJ 114. 7 — ^<y3?/P— 1 —*/T J * 8 - (^7^^- 1 — ± 

3 f-/V<Dftt>y) \zzfv*r7± h= h y ^SrfflV^THJfeM 1 0 9 iH^lC 

10 ML, *fBfl*&4&«r*fc. 
MS Ve (ESI) 350(MJT-CF 3 C00H) 



mmm 115. 3 - ( 2 --j^-m - 


- 5- 




1 - 


4>V) -3, 5-^tKP-f5^/ [4, 


5 - 


•d] \£y?*?*-4-*f 


hy 










a) 2— :/u^e- 3- 


-5 


— i^T / — 3H — r 5 ?*S~-As 


-4 










2-^n^e- lH->f 


5 - 


h y /v [cas 


N 0 



50847-09-1] 16. 80g©x^;-/H 70ml^$iclil4. 5 
6 m 1 ^r*Ux. % 4 8 ^TOI^51gfgUfc 0 ?fcfcPbfc^ @£i^9v^5 0 0 m 1 *5«t 
20 0**2 0 0ml ^/l^fefcai^^^ A«L, igiSU 

lg*5i^2-^=;V/nWK8. 6mlSrM, 18 R^gl^Lfco 

oomi sripx., 7X 3 o o m i t? 3 iu^u h V V J»<Dm 
-mm^T-si* (9:D mmftmxy. mm^m*. 0 9g^r#fc„ 
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'H-NMR (CDClg) 

8 1.43 (t, J=7. 2Hz, 3H) 1.81 (s, 3H) 4.47 (q, J=7. 2Hz, 2H) 5.16 (s, 2H) 
b) 4- [1- -4-V-T7-5 -x.h*i/*A'&~As- 1 

5 A: 

2-^a^—3- (2-7<?~M - 5 -v-T/ - 3H — f ^ /V- 4 

^^^^^4. 0 9 g Sr^7^y- 1 t - ^v 

WtvW. 7 0gtMU 15 Ot^PH&Ufco 5 0:£»#U ZLJfcm&M 

10 ^-mk^)^ (2:1) ^m#®<3: «9 , ^SB^fb^4. 4 7g^#fc 0 
'H-NMRCCDClj) 

8 1.43 (t, J=7.2Hz, 3H) 1.47 (s, 9H) 1.82 (t, J=2. 3Hz, 3H) 3.08-3.13 (m, 
4H) 3.57-3.61 (m, 4H) 4.44 (q, J=7. 2Hz, 2H) 4.89 (q, J=2. 3Hz, 2H) 
c ) 4 - [ 1 - ( 2 — -?*f-~M - 5 —J. h =fr^;fr/M?=/v- 4 )\<^ 
15 *rjjl>— 1H-^; #-/—)\<- 2 — f/V] fcV<9v?:x- 1 -tj/WtJ?^ t 

4- [1- {2-zf*3-=-;v) -4-V7;-5-x h^/v#=;v-iH- 

^^/-^-2-^/V]^7^/- 1 t -^^VVo^TVl^O. 

8 0 g©x^y-;U2 0ml»ljb7^5'A5 0%7k*gi&5ml Sr^jt, 
20 14 6 0^CT?iP^Ufc o m^^/V 10 0ml *5 J:t^7j<5 0 m 1 %MtL, ^W, 
m&7k 5 0 m 1 i^b^ h y !7 AO^tK^ 5 0ml "Cjli&gfe^U MM 

h^7 7^-{CT«SU ^i^-g^^/v- (3 : 2) ^m^-Mit), mm 
fc&Ql 0 . 5 8 g £r#fc 0 
25 'H-NMRCCDClj) 

8 1. 43 (t, J=7. 2Hz, 3H) 1. 48 (s, 9H) 1. 82 (t, J=2. 3Hz, 3H) 3. 12-3. 16 (m, 
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4H) 

3.54-3.59 (m, 4H) 4.44 (q, J=7. 2Hz, 2H) 4.89 (q, J=2. 3Hz, 2H) 7.41 (br. s, 
1H) 8.88 (br. s, 1H) 

d) 4 - f 1 - (2-75^a0 —5— J. Y^yi3)V^^-?V- A-^-^-jV^A' 

4- [1- (2-^=/V) - 5-^ h^^^^W-4-^^/W^^ 
/V— 1 H — -f 5: W—A- 2 hf^^S^- 1 t-^^/V 

x^f/V'O. 5 8 g©^PD^^V2 0 m 1 ^WA^'t h 9 n f£ 5 M h U 

10 ^f;^y = >?AO. 2 3 5«r*n** mMrrJ 18 mmmnvt^o i??vu*?y 

5 0ml SrJp^s «BI**T- h V ?J»<DmQ7ktm2 Oral -e«5i£U M^BM 

^-MlRCCDCls) 

6 1.41 (t, J=7.2Hz, 3H) 1.47 (s, 9H) 1.81 (t, J=2. 3Hz, 3H) 2.39 (s, 3H) 
15 3. 12-3. 16 (m, 4H) 3. 56-3. 59 (m, 4H) 4. 42 (q, J=7. 2Hz, 2H) 4. 80 (q, J=2. 3Hz, 

2H) 

e) 4- [1- - 5 -x h^^/v^;]/- 4 -^f 

20 4- [1- ( — 5— Y*?Zs%)Vi$~A'— 4— ^f;V^;I/77 

si^A^W ^ hV/V- 1 H — f 5^/^-2-^^] tr^^^V- 1 — J& 
A-tf?^ t -yf/H^T/l'O. 5 5gOx^y-;V3 0ml^it2N it 

25 2 5ml X*m& U titim IN Tk^ffc^ h y * AtKM! l m 1 Srg-A, 
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ffe&u aau m&mmvtco »^pn^viomii«u hy 

ai^/VT^^O. 1 Om 1 #iLXt=lDm&- t-Zff-tVO. 2 5 6 g^ t 
M.X* 15 ^mBWVt^o ffiM^?-^ 2 5ml 0 . IN 10ml, TkSf 

h y v AomaTtemm iomi t^-?- h y v^&mafc&Wi lomit 
uvKtw v^^^^-^xmrnv, (4 : i) ; 

pj £ 9 > *lBfts£*J 0 . 1 5 g &#fc 0 
^-NMRCCDCls) 

8 1.43 (t, J=7.1Hz, 3H) 1.48 (s, 9H) 1.81 (t, J=2. 3Hz, 3H) 2.40 (s, 3H) 
10 3. 16-3. 20 (m, 4H) 3. 55-3. 59 (m, 4H) 4. 35 (q, J=7. 1Hz, 2H) 4. 80 (q, J=2. 3Hz, 
2H) 

f ) 4- [i - (2-^=/V) -5-x1>»^^-4-I:Kp^ 
15 0°C-C4- [1— (2— -fl-p- )V) — 5— Y*r*/?3J\'i$.~)\'— 4-p<fvK* 

;v7r=;^M^-iH — r %9*S~ /v-2-tVv] t^^^^-i-^/v 
J^V^ t -^^/Wh^-tvVO. 2 6 5 g©x^/- ;V8m 1 ^^^S^^tK^B 
(II) 0 . 1 8 7 g *5 it^^-fbK hy^-^O. 090 SrflPx., SHU? 4 

^M^Ufco H^mTKIl (ID o. 18 7 g *5.fctfcK*ft;K!>*-*- h y <7A 
20 0 . 0 9 OSrAPxfc^ 1 5 ^KtStl^Ufco 1 0 0 m 1 ^3±t)! 

0. 5NM5 0mlSrM> #ttJS Sr* 5 0 m 1 t WfGt h V V & (DtiSfiaXm 
ft 5 Om 1 Tfflfifcifci^U &3ktt»^*S'*^tti*U iBE^ibfc, 

1) ^W^MJ; 9> M^^O. 1 7 2 glfiJlRU, (1 : 4) 

25 mm^m x v , mu<t^m o . o 6 1 g &#fc 0 

'H-NlKKCDCla) 
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8 1.42 (t, J=7. 1Hz, 3H) 1.48 (s, 9H) 1.81 (t, J=2. 3Hz, 3H) 3.17-3.21 (m, 

4H) 3.41 (t, J=4.8Hz, 1H) 3.56-3.60 (m, 4H) 4.36 (q, J=7. 1Hz, 2H) 4.75 (d, 
J=4.8Hz, 2H) 4.81 (q, J=2. 3Hz, 2H) 

g) 4- [1- - 5 -J- 4 -ifrjV^JV— 

4- [1- (2-y^-=/V) - B -x h A^*^- 4 - 1 Ko f 
/v-lH-'f As— 2— 4 As] tV5v?y- 1 -^7/V^>-^ t-^/v 

a^fwo. o 6 i g o^^ p n ^ ^ y 2 m i Miirtft-? y^fy o . 120 

(7 : 3) *liJ^WJ:«3s «fla^-a*0. 0 5 5 g r#fc o 
l H-NMR(CDCl s ) 

5 1.42 (t, J=7. 1Hz, 3H) 1.48 (s, 9H) 1.82 (t, J=2. 3Hz, 3H) 3.23-3.26 (m, 
15 4H) 3. 55-3. 59 (m, 4H) 4. 45 (q, J=7. 1Hz, 2H) 4. 89 (q, J=2. 3Hz, 2H) 10. 36 (s, 
1H) 

h) 4- f 1 - {2zz?±~M -6-^^-7-^y-6. 7-j?t KP 

z nwi£)/ [4, 5-d] tf j^^-2->f/w] tr^^^-r-^ 

20 4- [1- (2-^^=/v) - 5 -x f Jf- y* 4 - 5 1 H 
-^5^/-^-2 — (aA xf^&is-i—fjjv&yW. t — ^^vvo^tvv 

0. 0 5 5g®x^y-;W2. 5ml^il^f;H: 0 5 m 1 Sr^JB 

8 o'C-ei 5H*«U Mi- 1 3 ot-ci 4^»ufc 0 E.j&m&Wi&.fe$fe\s 

25 (1:1) »ffi#W <fc 0 ^ 0 . 0 3 5 g <Sr#fc 0 

1 H-NMR(CDC1 3 ) 
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5 1.52 (s, 9H) 1.83 (t, J=2.3Hz, 3H) 3.38-3.42 (m, 4H) 3.61-3.64 (m, 4H) 
3.85 (s, 3H) 5.09 (q, J=2. 3Hz, 2H) 8.13 (s, 1H) 
MS Ve (ESI) 387. 4 (IftO 

4- [1- -6-*^fr-7-**y-6, 
lH-^f5^/ C4, 5-d] 1^5^-2-^] tr^^-l-^* 
y ^ t -^^Vo^tvK). 0351 gO^PP^^VO. 4ml»l^ 

10 !J7^tBB»o. 4ml&M, l^W^m-C^Ufco WKfcWBU ME 
SriS*tt»il5jS«E^» , ^b^9 7-Y— (T-fe h= h y;v-*SS^IMB (0. 1% 

b y ^a-nwifrM') srravvfc.) «swb-a^fto. o 2 9 5 g 

fee 

1 H-NMR(CD 3 0D) 

15 6 1.83 (t, J=2.3Hz, 3H) 3.45-3.49 (m, 4H) 3.65-3.69 (m, 4H) 3.83 (s, 3H) 
5.15 (q, J=2.3Hz, 2H) 8.20 (s, 1H) 
MS (ESI) 287.09(MIf-CF3C00H) 

&MM 116. 5 -sQ-VlV*^ * ±A^Z 3 - ( 2 - - 2 - ( fc" 

^WV-l-JM -3. 5-^KP-f^'/[4 . 
20 -4-a->- K !) 7;VtP^li 

5-di if y y&is- 1 -^/v^^m^^ I E 

5 — sy^^WfM^ 1 / C4, 5-d] tTP^i?V-4-*X [C 
AS No 8 2 1 3 7-5 0-6] (R. Paul Gagnier, Mic 
25 hael J. Ha la t and Brian A. Otter Jour 
nal of Heterocyclic Chemistry, 21, p 
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4 8 1, 1 9 8 4; T/V • /l' • # f^s^t/K ' 5?*—. • 

|. > -f=7^T^ • • Hrv9^ m . S^*— Jvv • • tr 

2 1, 48 11, 1 9 8 4 ) 3. 04 g(D^PP^y50m 
l^itM)^W?^2. 0 8g N N, N-^f;WV77^^P7 
5 -CK2. 8 033J:tf4 -^W?/ tTP ^VO. 2 2 g S^JPX, 4^M 
JKIEUfc. gfclfc^^vV 2 5 0ml Sr^DXLs 1 NlfiifaKSHR 50ml, ^M*^ 
h U <7 J*(D$&fa7i<3&m 50mlt &fcrfr V V AOgS?Pzkl&i& 5 0ml T?JlW#C$G 

h^97-f— J!1*C»»U -^iJ-^-Bl^n^vV (2 : 3) ^ffi#PJ £ 9 > 
10 Wm&Qi 2 . 8 6 g &#fc 0 
•H-NMRCCDCls) 

5 2. 98 (s, 6H) 4. 77 (s, 2H) 5. 74 (s, 2H) 7. 30-7. 39 (m, 5H) 8. 21 (s, 1H) 8. 46 
(s, 1H) 

b) 5 -^y^t^i/^ f ;V- 2 - ^ P P - 4 - t^r y - 4 , Po 
15 [4. 5-d] Q^yzJ^M^122LfZkI|Jl 

^iH#H^CT> -7 8 5 -^y ^/I/t^i^^ 4 - t^r y - 4 , 5 — 

i^t Kn>f5^3/[4, 5 - a ] u ^y- 1 vt^^ f /wr 5 K3. 

3 4 g£>-T h^t KD77yi 5 0 m 1 ^i&Cln -zffjVV ^VJ* 5 . 3 m 1 (2. 

20 nai^^3. 2 6 g ©f F 7 t Fp 77 ^ 2 0m 1 ^SrJP^., ijltf ±JI§ 
■£fc„ tft7^=!>A© 5 2 5ml ttt, g^^^/V5 0 m 1 "Ctt 

m uyto mwm*7k 2 5mi h y vj*<D$m*m& 2 5 m 1 -ejmBWjfc**- 
25 anaffc-fr* 2 . 3 i g sr#?c 0 

tt-NMRCCDCl,) 
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5 3.12 (s, 6H) 4.77 (s, 2H) 5.70 (s, 2H) 7.30-7.39 (m, 5H) 8.48 (s, 1H) 
S^V [4. 5-d] ETD^i^-^-^AO fcV*?^- 1 -:fr>M^Bfe 
5 t^#B^T> 5 — <y^vt+ ^-2-^00-4-^*^-4, 5 

-i?tKB/f^)/ [4, 5-d] tr y ^i?^- 1 - 7>u*y»^f A'T ? K 
2. 3 1 gfc'J:t;^7^v- l t -y?vv^;*7vv4. 49 g 

£1 5 0 o C-?2B#fig^n?l»tLfco A*. la h^77^Hi 

tffiiL, ffik^A>mm&m£. *> ^ ^ib^-s^ 1 . 9 4 g 

10 'H-NMRCCDClj) 

5 3.54-3.58 (m, 4H) 3.71-3.75 On, 4H) 4.68 (s, 2H) 5.65 (s, 2H) 7.25-7.35 
(m, 5H) 8.21 (s, 1H) 12.58 (br. s, 1H) 

d) 4- r 6 -^^A-jfrfr 30*^-1- (2-^=/V) -7-^y- 
6. 7-^Kp-1H-^-;^/[4, 5-dl *V #i?Zs- 

15 l-aM^Vifc t 

4 _ ( 6 ^^^/V^-dri/^^V-7-^-*y-6, Ftt-IH — ( 

5 [4, 5-d] — r/v) tr^9*^— i -*^#^Bfc •* 

-/f-;Vx^r^O . 2 1 6 g CN, N-S^p< f;k*/VA7 5 K 2 0 m 1 W&fc 

»U>?ao. 7 4gliJ;0 ! 2-/f^vyo^K0. 0 78g!rMfco ■ 
20 16 V$mMM.~cmWVtc&, g^^/V 5 0ml Srin*.* ^t^S:* 20mlf 
HUHft^U h V «>A<D|SfP7K^IKl Oml T?gfc^U, MtK^^^V 

»||L, ^-^-S^^/V (3:2) ?§m#®£?K ISBft^SlO. 13 9 
g Sr#fc, 
25 ^-NMRCCDClj) 

8 1.50 (s, 9H) 1.86 (t, J=2. 3Hz, 3H) 3.38-3.44 (m, 4H) 3.61-3.66 (m, 4H) 
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4. 72 (s, 2H) 5. 10 (q, J=2. 3Hz, 2H) 5. 65 (s, 2H) 7. 25-7. 38 (m, 5H) 8. 18 (s, 
1H) 

i->r^-3. 5-^tKp>r$^r4. 5-d] g j? > 

[4, 5-d] fy^V-2-> f^] 
t -^f;vx^f/VO. 0 0 7 3 g 3r^ife#ll 1 5 i ) t 
^ifcffll, ItSbt, HIB^I^O. 0 0 4 3 g £#fco 
10 1 H-NMR(CD 3 0D) 

5 1.83 (t, J=2.3Hz, 2H) 3.45-3.49 (m, 4H) 3.65-3.69 (m, 4H) 4.69 (s, 2H) 
5.15 (q, J=2.3Hz, 2H) 5.64 (s, 2H) 7.17-7.32 (m, 5H) 8.20 (s, 1H) 
MS m/e (ESI) 393. 28 (Mir-CF s C00H) 

^1ifeMll7. 3- (2-^^/V) -2- (fcT ^^- -3, 
16 5-S?fc KP^S'gV T4. 5-dl fc: o y^V-4-^^ hy7^P^ 

^m#H^T. 4- [6 ^^^^^V-l- -7 

_^-^y_ 6> 7-^tKP-lH-^^/ [4, 5-d] f y^V-2- 
/f;H tf^^y-l-^/V^yi t-y^^T^O. 123g©^P 
20 Pp«^^8ml^S:-7 sncfciWU Sft-fbK55ffl. 9ml (1. O^/V- 
^nn^« &JP*.fc. -7 8«C-C5^IRI*#U*:«s ^^^y 
_^/-,KDl . lMillOmim -7 8 < C-CH{-2^TO#Ufc 

25 ^0. 3ml*r«ff*»U «*riJ!ffi*i*afl«** »^ ^ ^7^- (Tir 

h y (0 . l % h y 7^pSftm) Srfflv^J ^-cmssi 
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U «tSB*b'fr4fc 0 . 0 0 5 g &#ft: 0 
^-NMR^DjOD) 

6 1. 83 (t, J=2. 3Hz, 3H) 3. 45-3. 49 (m, 4H) 3. 65-3. 69 (m, 4H) 5. 16 (q, J=2. 3Hz, 
2H) 8.21 (s, 1H) 
5 MS (ESI) 273.16 (Mf-CFsCOOH) 

mmmiis 2- T7- - i-*?-a>-6 -**y- 8 - 

a) 4- T7- (2-^^/1^) -2- (2-^^^7»;» < /) -1-^ 
10 ^y-6-^-^y-6. T-^KP-lH-^y-B-^] 
1 — ;» /Hff >-g& t - zf^;^ K'TJV 

4- [7- (2-^=/V) -2-?PO-l-^^-6-^y-6, 7 

-i?tKP-iH-7'!ly-8-^;v] tr^s^— 1 -Xsutf^m. x-'ff- 
;v^* 1 r;V2 0 Omg^rl-^f/i — 2-tfn Oml fc?gfl?U 

15 WU*8 5mg, »y?^12 9mg^M, 1 0 0 X:\ZX 2 R$TO# 
Ufc„ SJS«SrM*"C?&SlUfc« % 5 . Oml (Dfc&Mx.fc 0 msr? 1 H#W& 

-g^feSr 2 2 lmg (89%) #fc 0 
x H-NMR(DMS0-d6) 

20 5 1. 43 (s, 9H) 1. 79 (t, J=2. 5Hz, 3H) 3. 23-3. 27 (m, 4H) 3. 36 (s, 3H) 3. 48-3. 52 
(m, 4H) 4. 95 (q, 2. 5Hz, 2H) 6. 59 (td, J=8. 0, 1. 0Hz, 1H) 6. 63 (dd, J=8. 0, 1. 0Hz, 
1H) 7.14 (ddd, J=8.0, 7.5, 2.0Hz, 1H) 7.80 (dd, 3=7. 5, 2.0Hz, 1H) 
MS a/e (ESI) 522 (Mlf) 

b) 2- [7- (2-^^/V) - 1 -^V- 8- {&<2J?>: 

25 -1-^/V) -6. 7 - ^b Kp - 1 H-y 'J V- 2 -Y;^^^] ^^77 ^ 

k mmm. 
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4- [7- -2- (2-*/W^^/W7cr./ 3^) - 1 

^V-6-^-dry-6, 7-^tKP-lH-^JJy-8 — f/V] ^7^^- 
l-JjJlstf^m t -•7?-;V3l7, ; tjiV2 1 OmglC^^y- jU3. 5ml, 4N 

apK-iwfca^/HWRt: 2 . i m i *PKLfd 0 ^?aicx 4 h#m£n&, &jfcm\zm 

T, flJI&fb^Srl 7 7mg (9 6%) #fc c 
'H-NMR (DMS0-d6) 

6 1. 82 (t, J=2. 3Hz, 3H) 3. 28-3. 32 (m, 4H) 3. 48 (s, 3H) 3. 54-3. 58 (m, 4H) 5. 04 
(q, 2. 3Hz, 2H) 6. 96 (br. t, J=7. OHz, 1H) 6. 99 (br. d, J=8. OHz, 1H) 7. 46 (ddd, 
10 J=8.0, 7.0, 1.5Hz, 1H) 7.93 (br. d, J=8. OHz, 1H) 
MS Ve (ESI) 422(MH + -HC1) 

H;ife#)Jll9 3- -5-;*5vW-2- (tV^v^-l- 

<iM -3. 5-i?bKP^^/ [4, 5-d] fc*y 

a) 5-^f;v-l->yf;k-i, [4. 5-dl \f 

15 y 

mm.-^5-yi^-ju- 1, [4, 5-d] try ^^-4 

-tV[CAS No 7 6 7 5 6-5 8-6] (Sh i h-Fon g Chen 
and Raymond P. Panzica Journal of O 

rganic Chemistry 46, p 2 4 6 7 , 1981; ^ 

20 ~7*^-y • f-^ls, U—*t>- K • fc? a^S?* — • ^ • 

y^-^r^^hy 46, 24 6 71, 1981) 78. 8 g^^oa^ 
*^2. 5 1 hyxf^7?y7 8. 8SriD*.fc. hyWP7 

-f .Ki 7 6 g^p^., 3mmmm.tc 0 mm^^7. 5 1 «rjn*.,' *3 1 

25 U SJEMLfco ^SrC/y^^^^A^u^ h^?7-f-|CT»|lU — 
^■^-mk^f-^ (2 0 : 8 0/6^0 : 10 0) ^W#K ± <9 , *IB{b<Mb 1 
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3 6. 5 g Zmtc 
'H-NMR (CDC1 3 ) 

5 3.79 (s, 3H) 6.92 (s, 1H) 7.07-7.13 (m, 6H) 7.32-7.40 (m, 9H) 7.87 (s, 
1H) 

5 b) 2-^PP-5-^f/V-l- MJfvV-1. 5-i^fc: Kp^f$^[4. 
5-d] b°y^^-4-^-^ 

&m<Z>^mWTs - 7 5°C-C5-^^V- 1 - h ]} f-jV- 1, 
%W [4, 5 - d] t°y ^^-4-^-^e 8. 3g©f h7kKP77^4 
1 itl^ U ^ ^ A's^f ^ ^;w^i/7 ^ K 2 2 0 m 1 (l. 0Wh7tKo- .. 
10 7 7^1) SrJtJ^L, - 7 S'C-eiBfra^L-^, ^MJ-^ maa^i/S 2. 
3g®Th7t KP77y2O0ml^M, -2 0t*t'#ia^fc o ^ 

*5 1 *5itj?^^- h y vj*<Dm%iAmwi5 1 -cm^^u mimm.^?*^ 

!7AT?^b, MJETOUfCo 2£i£& t-^^^voi— r/H 5 0ml tcfg 
15 SEtlfcU *-:/9vV^^vioi~7VVl 0 Om 1 -CZl[H]2Sfc^Lfc 0 WMit 

<&m 6 9. 7 g <H#fc 0 
'H-NMR (CDC1 3 ) 

S 3.78 (s, 3H) 5.81 (s, 1H) 7.25-7.27 (m, 6H) 7. 28-7. 38 (m, 9H) 
c) 4- (6-^^-7-^-^ry-6. Ko- lH-^f [4. 

20 5-d] — f/W) l-;fr/V3)?^gfe t . 

2-^ a ci-5-^^-1- [4, 5 

-d] t°y ^^-4-^-^6 9. 7 g t ¥^=7*?^- 1 -jfr/Utf^Ife t-Zf 
7-;V^x<r/Vl 5 3. 4 g SrJS« % MSf O^H^T^SIiftLfrtfS b loCCtf 

25 in^ufc 0 s^^nii^u^-r< ^ofc^ms^ri 5 o*c*-e_h»f, rtDti^-e 

1 B#WSJS£*fc 0 RltM^mVtc^ t-^;V^^=c—^;V2 5 0ml 
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7R2 0 Oin 1 -?3Hk *fc*¥T* t--7 s f-JV*?-jV^— : r)V'2. 0 0 m 1 *C 2 HJgfe#- 

U ffciiUfcffts mW>tt&®5 0. 3g£#fc 0 

'H-NMRCCDCls) 

5 5 1.50 (s, 9H) 3.56-3.62 (m, 4H) 3.73-3.80 (m, 4H) 3.87 (s, 3H) 8.16 (s, 
1H) 12. 65 (br. s, 1H) 

d) 4- ri- -6—*^A'-7-**y-6. 

p-iHW^y f4. 5-d] — <)V\ M^v-y-i-* 

10 mm&mfaTF, 15tt?4- (6-^f^-7-^y-6, 7-'^Kn- 
lH-^f^^ [4, 5-d] — f/V) fcV^S^'-l-**'* 
t-^f;H^f;V8 8. 4g©N, N-S^^vVsjs/VAT^ K5. 5 1 
^KiC^m*y^^4 3. 9g*5iO t 2-^f=^nWK2 7. 8ml£rMI 
W^fc. EO£$j£^irT? 2 2NP^*#Ufems 7k 1 0 1 H^<?VV5 

15 l -Cttm Ufc 0 ^$IJ1 SttK 5 1 -c 2 UK MJ V J» vffiafcWte 5 1 -vmnk 

fcTfitSiU ^l^-Bftft^A' (3 : 2^b3 : 7) ^jfJ^Pl^ 9 > 
^ 5 4. 3 g &#fc D 
20 'H-NMRCCDClj) 

S 1. 52 (s, 9H) 1. 83 (t, J=2. 3Hz, 3H) 3. 38-3. 42 (m, 4H) 3. 61-3. 64 (m, 4H) 
3.85 (s, 3H) 5.09 (q, J=2. 3Hz, 2H) 8.13 (s, 1H) 

e) 3- - 5 - * <J-)V- 2 - (^'^^-l-yfM -3, 

25 5-i?tKp^^y [4, 5-di try^3?v-4-*-^ 

4- [1- -6 -*f'A'-7-jr*ry-6, 7-i?kKo- 
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1H-- -f [4, 5 -d] \?s<?i?y-l-$*tf 

,vi3@^2 o om i 2rjbn?L, ts.-eiW#tfc D ^jE^§ufcm> 

OOml fc»#U JBBfcfc*^ h V trl* 1 0%7k»il 1 £r'>U-fo 
5 flP ;tfc 0 il#P^ im^^V H*5i tfTkmifc^ b y * * 5 NtK^S 5 0 0ml 

bfc 0 «® Sr-a-^its H^^2 NzK^ 5 0 0ml -eflsifru 

iEfc-a^ 3 0. 5 g o^UfcWfco 

10 'H-NMRCCDClj) 

5 1.84 (t, J=2.3Hz, 3H) 3.05-3.09 (m, 4H) 3.38-3.44 (m, 4H) 3.85 (s, 3H) 
5.06 (q, J=2.3Hz, 2H) 8.13 (s, 3H) 

19-2. 3- -5-^^-2- (M^V-y- 

5-^E KP-Y^y^ T4. 5-d] fc TU*^- h 

15 ;Vxy- 4 — ^fl/'fo'yWM. 

3- -5-^^-2- (tr^^V-l-WA') -3, 5 

Kn-f 5^;/ [4, 5-d] t°y ^^-4-^-^9 8. 7mg%x^/ 
—/V 1 m 1 \Z.mM\^W#¥T.P— hA'*.>XA'*l'Wt 1 ^KfP^I 1 0 1 m g (T>*-9 J 
-/UmlJWfcfcflUlU MT2^»Lfc 0 ffffi^^^b, 5 0^1^ 
20 WiUfcJEisfc^ b^lB-fb^ 15 3. 2 m g <Sr#fc 0 
^-NMR (DMS0-d6) 

5 1.79 (t, /= 2 Hz, 3H) 2.27 (s, 3H) 3.25-3.35 (m, 4H) 3. 50-3. 54 (m, 4H) 
3.70 (s, 3H) 5.13 (d, J = 2 Hz, 2H) 7.10 (d, /= 8 Hz, 2H) 7.47 (d, /= 8 
Hz, 2H) 8.25 (s, 1H) 8.79 (br. s, 2H) 
25 *fc x Z.<DW&tt&Sto\ 0 7. 9 5mg^T7-fehyJ;l!>S^U i!3 
fc&m 8 4. 9 m g £#fc„ 
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WJ120 2- o-rgytr^ys^-i-^/n -3- (2-^=- 

/V) -5-*?VV-3, 5-^fcKP^$^/ [4, 5-dl 
±^ h V 7 

a ) 3- t -:/b^iOfrA^^VT$7 tr^J^-l-^/U^^gft 9H- 

3 -*/u#^vbr^5 i 9 w- 9 — r /vy 

fvvoi^-Tvi- 5. oigot-^; —/v iomi *iftK:s?>r y tvi^^/v 

H^CT> 6 Otrci 8l*WJP?»U*i. RlS»SrJWU B»*^/H 50ml* 
10 to *.1t 0 * 5 100ml, 5 %KSbK**^ h V V 1 

00ml, TklOOml &£TN&4\Zf- h V V J»<D&%Qfo1®& 10 0ml "CM^Sfe 

? n^r W??^— H:-c*W4U % ^^Ir^-I^ic^vV (4:1) ^W^®«t 9, 
aUBte-a-tt 1 . 8 8 g 
15 'H-NMRCCDCls) 

6 1. 45 (s, 9H) 1. 45-1. 72 (m, 3H) 1. 82-1. 87 (br. s, 1H) 3. 09-3. 30 (br. s, 2H) 
3. 58 (br. s, 2H) 3. 82-3. 98 (br. s, 1H) 4. 24 (t, J=7. 2Hz, 1H) 4. 27-4. 48 (br. s, 
2H) 4. 52-4. 59 (br. s, 1H) 7. 32 (dd, J=10. 3, 10. 0Hz, 2H) 7. 39 (t, J=10. 0Hz, 2H) 
7.59 (d, J=10.0Hz, 2H) 7.75 (d, J=10. 3Hz, 2H) 

20 b) EVgJ iff— 3-W;^;w^ s^jfe t^f^JTf^ 

3 - t h^^/V7j?=/VT 5 7 fcV*y 1 -jfr/VJtffit 9H-7^ 

^l^— 9 — -f =f-;U^^y"/Ul . 8 8 g©a:^;-;V2 5 Oml i»:^x 
f;l^T ^25ml ZMx., 18 ^WMT'»#bfc 0 SJEIIbfct, ^ffiSr K 
/V^V 15 0ml *5£TJ^ rc^gfc 1 0 %7kM? 100ml iC^fl? Lfc e 7XM* 5 

25 N7kmt^- h V V J»7kWm.~?T fr* V mz. UT % ^PP^yi00mlt2 
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f&f&&* 0 . 7 9 g =Sr#fc 0 
'H-NMRCCDCls) 

fi 1. 45 (s, 9H) 1. 41-1. 53 (m, 2H) 1. 65-1. 72 (m, 1H) 1. 79-1. 86 (m, 1H) 

2.48-2.56 On, 1H) 2.64-2.70 (m, 1H) 2.78-2.86 (m, 1H) 3.06 (dd, 
5 J=12. 0, 4. OHz, 1H) 3.48-3.62 (br. s, 1H) 4.71-4.88 (br. s, 1H) 

r. ) 2- -3~ {2=7±~M -5- 

*«*/u-a. T4. 5 -dl 

io - d ] 0 20 g*5J;tf ! ^y^-3-^^^5 

V* t -:/«?VVcnX7VV0 . 0 4 0 g S»fc©#B*T\ 1 5 O'C-e 1 

iH->f5^/ [4, 5-d] tf^y^-a-w/H 

15 #7W*5^Bfc t-W^^r/i^O. 0 16g£#fc o wti<O0. 008 Og 
SrN> N-^^f^vAT ^ KO. 6mll^»U WJ^^O. 003 
8 g&it^ -y^-— A-^-W KO. 0 0 3ml 18 B^WSi^ ^ 

fc 0 gMI:^^Hm 1 *3<tt^7K 1 m 1 fc#ffcU 3:$8*S B 

i££r^ti^*^0. 5mll*U hy7;va^iO. 5 m 1 ZMtto 1 

^ia>fb^4fe o . o o 4 6 g «r#fc. 

^-NMRCCDCla) 

5 1. 74-1. 80 (br. s, 1H) 1. 82 (br. s, 3H) 1. 96-2. 19 (br. m, 3H) 3. 43-3. 79 (br. m, 
25 5H) 3. 86 (s, 3H) 5. 05 (br. d, J=16. OHz, 1H) 5. 23 (br. d, J=16. OHz, 1H) 8. 15 
(s, 1H) 
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HM12 1 2- - 5 - ^ f-;V- 3 - 

(z-*?-;v-2-zf*r~;v) -3, 5-i?t Kp^-;^/ [4, 5-d] t:°y 

[1- (6-^^/^-7-^y-6, 7 — v^fc Kt 3 — 1 H — { C4, 
5 5-d] If U ^v 5 ^- tr^U ^-3 — f/v] t - 

^/Urc^/K). 0 0 8 0 g*5j:tM— 

0 0 4ml SrffiV>-Cl51feM.l 2 0 p5M3H~*«ft;'&4& 0 . 0 0 3 4 g <Sr#fc 0 
'H-NMRCCDCls) 

S 1.66-1.74 (br.s, 1H) 1.76 (s, 3H) 1.80 (s, 3H) 1.96-2.20 (br. m, 3H) 
10 3.20-3.79 (br.m, 5H) 3.85 (s, 3H) 4.90-5.05 (m, 2H) 5.37-5.42 (m, 1H) 8.15 
(s, 1H) 
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llil 2 2. 2- [7- -l-;*9vV-6-a-fry-8- (fc° 

^^^^-X-^^) - 6> 7— ^fc: Ko- 1H-T"y ^-2-^7V^-^->] g 

4- [7- -2- {2.-$>;V/<ze4 ;V7^S -1-P 1 

5 ^ v _ 6 _^-^y_ 6f 7-i?t Kti -lH-yy ^-8 — f/H ■ tf**?^- 

waasu tii^t i B$rast#ufco k^i- 2mtk^^ h y v^wm. i 2 

^e-&Hfr**, = ^^-^-C^b, 6 0*CT?— lftft«lb«IBfl5«&*S:4 2. 
10 8g#fc 0 

^-NMR (DMS0-d6) 

6 1.78 (t, J=2.4Hz, 3H) 2.82-2.86 (m, 4H) 3.18-3.22 (m, 4H) 3.36 (s, 3H) 
4. 91 (q, 2. 4Hz, 2H) 6. 58 (td, J=8. 4, 1. 2 Hz, 1H) 6. 63 (dd, J=8. 0, 0. 8Hz, 1H) 
7.14 (ddd, J=8.0, 7.2, 2.0Hz, 1H) 7.80 (dd, J=7. 6, 2.0Hz, 1H) 
15 MS Ve (ESI) 422 000 

mnmi2 3. 7-^ j2^7±~M -2- o-tKa^ptw^? 

4- [7- (2-^^/V) -2-^PP-l-^f^-6-^y-6, 7 
20 -^fcFn-lH-/yy-8— f^] br^9^-.l-*^#^Bfe. t-7^ 
;H7f;V7mgl:l-^f^-2-tfP!) hVO. 15ml|^»U 3 
/Kfc:/ h- 1 -^n/V— ^2 O/il, V «7-k 6mg Srflnx., MtT5 

fctjbfco :f#SJi &$ft«tU a*lci5Nlftifcjc»»[0. 5ml «rJB^.«^*r 
25 BfefcffrttTWBUfc. nfe&MteHkMm&fc? Y?y~74~ (Tirh^hy 
/W-zK^SME (0. l%hP7A'*B'l»t^) 3r/BV>fc„) fciTffifiRU «1B 
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\\^m 3 . 1 5 m g &#fc 0 
MS m/e (ESI) 377 (MH*-CF 3 COOH) 

^lfe^Jl2 4. 7- (2-^=-M -2- (2-tKP^ P^WV7 

mmmi 2 3K*sv^-c, a-^^^H-i-^^y— /w>ttfrt>t-s 1- 

^/V^T'h- 2-7 p n^/-/VSrfflV>THJ8lMl 2 3 £|Hlfllfc*BftU WflB-fb^ 
m l . 7 0 m g £r#fc 0 
MS Ve (ESI) 377(MH f -CF 3 C00H) 
10 $«l«12 5. 7- (2-7^~A0 -2- (2. 3 Kg j^gg ^ 
X;V7 7^) -l-^^V-8- 1 ->f/U) -I- 7 — K 

HJkfll 1 2 3 fc&VvC, 3 -^A**^ h - 1 fc % 3- 

15 2 . 6 3 m g £r#fc 0 

MS (ESI) 393(MJf-CF 3 C00H) 

»fl)112 6. 3- T7- (2-^=/W) - 1 -*?sV-6-**y-8- 

(^v^^-i — r^v) -6. 7-^bKp-iH-^yy -2-^;v^7 

20 4- 17- (2 -7^— ;V) l-^^V-6-^y-6, 7 

_^ fc pr p _ ! H-^y ^- 8 ->f/U] tT^^^— 1— *^#^Sft X—'ff' 
;H^r/V7mg^l-^f/V-2-lfP!J K^O. 15mlK3MFU 3 
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i9i 

6 0mgSr#t o 
MS Ve (ESI) 391 (MIf-CFgCOOH) 

mmmi 2 7. 2- [7- - 1 -^^u-e-^-^y-s- (br 

5 >f/u) -6. 7-^bKP-lH-^!)y-2-W^77 = 

^h^n fc^^Sr^-CHifctfy 1 2 6 i:»MU iffB-ffrS^e. 10m 

g 3r#fCo 
10 MS (ESI) 391 (MH*-CF 3 C00H) 

^mmi2 8. 2-s-^f;^;V77^-7- (2-^^V) — 1—*?- 

8- (tr^s^-i — r/v) -l. y-^Kpyyv-e-ty MJ 

m^ll 1 2 6 fc^T, S-^Ao&^h^n fc'^^Oftfc)*) fcs -791s- 2 
15 ^tr^VNTHWJ 1 2 6 £ SHEflS^flM . 6 8 m g 

fee 

MS Ve (ESI) 375(MH + -CF S C00H) 

$mMl2 9. 7- {2jz2±~M -l-^^/V-8- 
20 7;VtP^ia 

i ;v&m^xmtfiW 126 1 mmtejmmv^ mmk&w 4 . 6 1 m g & 

MS Ve (ESI) 361 (Mir-CF s C00H) 

25 gjjgjgl 13 0. 7 - ( 2 :=•/>) - l - ^ f2k2= 2 - ETi^±Zk£^k 
77^-8- (t°^7^^- 1 -^vv) -1. r-^Kp^yy-e-ty 
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mmm 1 2 6 k*5vv-c, 3-*w7b-7vx*-fWt<Dftt>v>\iz> is?**** 
# jv^wb^xmrn 1 2 6 1 mmteiumi^ mmit^m 5. 1 5 m g 

5 MS ale (ESI) 387 (MH + -CF 3 C00H) 

mmm 131. 7 - ( 2 - 2 - kt^v* ^ -r 1 - ^ ^ 
7V - 8 _ (\?s<?i?^-i-sr/u) -1. 7-^bKP/'jy-6-ty hJL 

10 1 -T-ti—Jl'&m^xmMM 12 6 t UrUHK^SU ^IBte^ 4 . 9 6 m g £r 

#fCo 

MS Ve (ESI) 487 (MH + -CF 3 C00H) 

mmm 132. 2- / x^;vx;v7 7 - 7 - ( 2 -y^-AO 

_ ! _^ ^_ 8 - i->f/u) -1. 7-^Kp ^yy-6- 

15 FP7;^Piti 

^*—/v&m^xm.wn 2 6 ^mfii^su, ^la-fb^s. 9 8m g 

£r#fc„ 

MS Ve (ESI) 362(MH f -CF 3 C00H) 

20 mmmi33. 1- (2-^^/v) -1-^^-8- (tr^s^-i- 

^;V) -2- (^731^-2 f;^/V7 7^) -1. 

— 6 —Oris Y )} Z7 jv^rn^mM. 

mmm 1 2 6 ki^t, s-^^^h^ci^^^^^i-s ^a-^v 

- 2 -^-/v£ffiv^0fd&#! 1 2 6 1 mrnKtm.^. mu^m 5 . 1 1 m g 

25 £r#7cio 

MS /z/e (ESI) 401 (MIT-CF S C00H) 
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gm®J 34. 7- -l- ***-8- 
A*A -2- (1H- Cl. 2. 4] h'J7>/-/V-3->f^^77=;V) ~ 
1. 7-^bKP^!)^-6-ty MJ7;vtPifj 
»1 2 6l!l^X, 3-^;^/h/D W^^^-s 1H-[1, 
5 2, 4] h'J r j/-A.- 3 -f *-A'*fflV^t3Wt« 1 2 6 &|HI«K:*HffiU * 
IBftS-^Mfc 2 . 5 4 m g &#fco 
MS mfe (ESI) 386 (Mtf-CF 3 COOH) 

gjgffy as. 7- (2-^-~;v) - 1 - * 8 - (fc-^^-i- 
_ 2 - (fc°y A^A^TJVV) -l. 

10 6-^-^ m7;vtP§^ii 

4 -^-^^ffiVN-C^Jfe^ 1 2 6 t HW-^ySU WEft^* 0 . 77mg«r 

MS Ve (ESI) 396(MH + -CF S C00H) 
15 $ttW!3 6. 7- (2-^^V) -l -^f;V-2-7x^/V77^ 
/V - 8 - (fcV^i?^- 1 -wVV) -1. 7-i?bKP7 '^-6-t^ LL 

mmm 1 2 e maawc, s-^^/f/pw^®^!)^ -<^>-^ 

^-VUfcJBV^ISifrW 1 2 6 i UTO^SU WRftl-fr* 1 . 4 4 m g &#fc„ 
20 MS Ve (ESI) 395 (MIf-CF 3 C00H) 

mmmi37. (r) LL= (2-^^/v ) -1-^ 

7V - 6 _^^y_ 8 _ T/V) -6- 7— S?fc Kn-lH-7 8 

Hifefll 1 2 6 K:*3V>-C, 3 - ^ /V* h t°j-^M<Dftt? «9 Kl, L-^*^ 
25 "f ^SrfflV^Hififll 1 2 6 fc ^itfelt^ ^12^^5 4 . 3 8 m g &#fc e 
MS Ve (ESI) 406(Mir-CF3C00H) 
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mmm 1 3 s . 7- ( 2-^=^) - 2 - ( 2 gvk^g fcvv*^ r = 

mmm 12 6 l^V^ 3 h:?"* if^-^ifc©^*? 9 fc, 2 

5 ^u/^- 1 -^-/vSrfflV^T^JI^J 1 2 6 £ TOfc&SU #iBft?a*4. 
5 2 m g £r#fc 0 
MS Ve (ESI) 375(MH + -CF 3 C00H) 

mmm 139. 7 - ( 2 - 7±~M - 2 - ( 1 . 2 — s?* tvi^/v 

77^) -l-^^/V-8- (ET^S^-l-^) -1. 7 -^bKPT" 

^_ 2 jv*m^xmMm i2Qt ip]«fc#!.«u ww^-a* 3 . 0 

3 m g $r#fco 

MS Ve (ESI) 389(MH t -CF 3 C00H) 

15 ^mmiAo. 7- (2-:/^-^) -i-^^/v- 8- (tr^s^-i- 
^yw) -2- (eH^-2-^w77g^) -1. T- ^tKpyyy 

*l{ftji2 6»^ a-^/u^^h^ntr^^fift^feoiJ:, try 5^ 

- 2 frikm^XmMWi 2 6J:»im'W^3. 6 0mg 

20 £r#fco 

MS (ESI) 397(MH + -CF 3 C00H) 

j|tWl4 1. 7- (2-^^/V) -2- 

^;V77=;V) -1-^^V— 8- (e^^^^-l-^/V) -1. 7-v^K 
^>/-^_ 2 -^^--7VSrffiV>T^Jfe^!l 126i: PiPML, Wf&fb^ 5 . 
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7 5 m g &#fco 

MS w/e (ESI) 385(MH + -CF 3 C00H) 

_ 2 - (fry- >i/-2^^^7t^ -i. 
5 - 6 mj y/ua-oBEMfett 

_ 2 -^*-^&;Bv^!Bfe0!i 1 2 6 1 mm^mmv, wmt&w 3 . 8 6 m g 

MS (ESI) 402(Mir-CF3C00H) 
10 ^WI143. 7- -2- (7^^-2->f^^^7 

-r=7VV-l-*^-B- (b°^7^V-l-^/V) -1- 7-i?tKP^g 

-> f 7V) * A-«r/BV>T*160!l 1 2 6 ^Sl^lt, Wm&tB 4 . 

15 8 4 m g $r#fc„ 

MS Ve (ESI) 399(MH f -CF s C00H) 

artfcfl fl4 4. 2- [7- (2-^^/V) -l-^^-6- ^^y-8- 
f^x^j^-l-^) -6. 7-^KP-lH-/y^-2->f;^V 7 

20 mmmi 2 efc^WC, 3-^;V*7"h7"PWyMfc*)^ 2-*A-# 

g £#fco 

MS Ve (ESI) 376(MH f -CF s C00H) 

ggife f.l1 4fi. 7- - l-^^V-8- (t'^7^^-1- 

25 ^/V) - 2 - (f xy- 2 - ^f^ 7 g ^) -1, 7-S?bKtt 
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- 2 f m * * fr&m^xmmm i 2 e t nmn^s w mmt^m 

3 . 3 5 m g £r#fc 0 
MS w/e (ESI) 415(MH + -CF 3 C00H) 
5 ^Mill4 6. 7- (2-^ ^ -l-pt^-8- (fcf^7^-l- 
_ 2 - [1- (^^-^3.^-2-^^) xf^/V7 7^1 -1, 7 - 

10 ffr8^0. 5 1mg3r#fc 0 

MS (ESI) 429(Mir-CF s C00H) 

ftj«14 7. 7- (2-^^/V) -l-^^/V-2- 

^ $ y^^- 7V _ 2 -^7V^/V7r^/v) -8- (tv<7i?v -i — Qkj ~ 1 » 

15 4- [7- (2-:/^=/V) - 2-^oa- 1 -^-=^y-6, 7 

-^tKP-lH-7 p r/-8-'f;v] br^9'^-l-*^#^Sfe t-zf^ 
;i/x^r;W5mg^l-^^-2-tfoy K^O. 15mlMU 1 — * 

- (T-fe MJA'-**fMroB (0. l%fy7;vtoil^f) SrfflVNfc 0 ) 
fc-CttJK U SH&ffr&fc 3 . 7 5 m g 
MS Va (ESI) 399(MH + -CF 3 C00H) 

25 mmmi4 8. 7- -i- ^^v-2- (4-/^n*ys 
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HtfSM 14 7 fCfc^T, 1 - * *f-A"- 1 H -> ( 5 ?-/—)V- 2 ;V<Dft 

fr!9fc: x $i^>—2-^^— ^Mv^r^^Ji 4 7 naming 

m u anwt:^ 4 . oomg zmco 

5 MS (ESI) 411(Mir-CFsC00H) 

mmmi4 9. 7- (2-7^=^) -i-^^v-8- (ty^^-i- 

<4;v) -2- (bT9^V— 2 — f;^;v7 7=^) -1. 7-^1: Kp^P^- 
14 7 JZ1*5V>-C, 1 —tf-As— 1 H < % ?y—>V- 2 JVtDjX 

io ^ «? f7^- 2 -^^/wsrfflv^^jfcfli i 4 7 1 mmz#miss swans 

&m 4 . 0 0 m g 3r#fco 

MS Ve (ESI) 411(Mir-CF3C00H) 

ggjjfcffil 1 5 0 . 2- H^/f 7/-;v- 2-^^;V77=;v) -7- (2 
--r^-^;v) - 1 -pt^/V- 8 - ' 1 — iW) -l. 

16 7°y^-6-^-^ F !) 7/VtP^j 

mMM 14 7 fc*5i>T, l -*?-;v- i h— f 5 /V— 2 -ft^©ff; 

Mmfa&%> 0 . 0 7 m g «r#fc. 
MS Ve (ESI) 452(MT-CF 3 C00H) 

20 mmm 151. 2 - (1 h — % #-s—)v- 2 -^^77^) - 

7- (2-^^/v) -i-^^/w-8- (^7^-l-^f;v) -1. 7- 
^bKP7°!J^-6-^-y Fy7/WtPi^iI 

HESfiM 14 7 l^V^T. 1 1 H — f $ ?-*/—)V- 2 ^KDft 

^ 9 131. 1 H-^V^-f 5 jrV—ZV- 2 ;V«rJ8V>T^i60!l 147t mm 

25 fclMS U Wiaflfr^* 3 . 1 8 m g &#fc e 
MS Ve (ESI) 435(mr-CF s CO0H) 
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gafcfl9l5 2. 2- [1, 3, 4] — < ?V 

x;^77=/v) -7- (2-7^=./u) -l-^fvv-8- (fcV<9S^-l- 
>fA-) -1. 7-v?bKP^!)y-6-ty fy7;^Pj^tl 
^JfetftJ 14 7 l£*5VNTs 1 - * f-fV— 1 H — f ^ /V- 2 

5 fr*)^ [1, 3, 4] ^T^T^— /V- 2-^tf--/V£r^-C|| 

MM 147 k ^f^MS U ^iB'ft;^ 3 . 6 2 m g £#fc„ 
MS (ESI) 418(MH + -CF 3 C00H) 

mmmi5 3. e - n- (2-^^u) -i-^^-6-^-^y-s- 

(fc°^i?^-l — f;v) -6. KP-lH-7°!Jy-2->f;^^7 

io r~)V\ ^-aj-^m hi) ^s^ummm. . 

^Wil 1 4 7 fcirfcvvr, 1 - ^ 1 H-^f 5 2 - f 

^-a^J 1 • 0 1 m g £r#fc 0 
MS Ve (ESI) 440 (MH + -CF 3 C00H) 
15 ^gtJ154. 7- (2-^5^-^) - 2- (4-^ h=fr^:?a^;RX7K7:r 
~/V) -l-^^vl^-8- (t°^7i^^- 1 -zAM -1. 7-S?fc Kpt"!*^ 
- 6 —Hr-y Y y y/ua-oBElHft 
^J£#! 14 7 ^*3V>T % 1 -*<??V- 1 H — f 5 2 /KZJft 

t?*?^, 4-^ h^-is+z^isr*^ ^zm^xmrnmi 4 7^raiu 

20 MfMk&l%>4. 14mg£r#fc 0 
MS Ve (ESI) 425(MH*-CF 3 C00H) 

iIWl5 5. 7- (2-^^7V) - 1 -*^-?V- 2 - (4-^hP7^ 
;^;V7 7=/I/) -8- (tV^S?^— 1 — ^f/Wp -1. 7-^KP^!)y- 

25 ^J£#!l 14 7 fc&V^ 1 1 H-4 5 /V- 2 -^—/VOft 
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mt&m i . 5 2 m g «r»fc. 

MS Ve (ESI) 440(MH + -CF 3 C00H) 

llii 5 6. N- [2- [7- (2-y^ryV) - 1 - ^f;l^-6-t^y- 
8- (bT^v^- 1 —f/V) -6. 7 - '^t Kp - 1 H-T'!) 2 
5 ;V7 7=;i/] j^/H 7tf7^ K YVy^jrvWmM 

£MW 14 7 fc&V^ 1 -^^VV- 1 H-^T 5 P^—tV- 2 /KDf^ 
N- (2-^#:/h^?vi') T-fe hT5 K&ffiV^HWJ 1 4 7 £H3 
il^ll, ^iS^#J2. 3 9mg2r#fc 0 
MS Ve (ESI) 404(MH + -CF 3 C00H) 

io mmm 157. 7 - ( 2 - 1 -t^-A*- 2 - ( 5 - ^ ^/v- [ 1 , 

3, 4] f 7^7/-;v- 2 - /f;V^;V77^) -8- (b°^7i^^-l-^ 

HJSM 14 7 (<l*5V^Ts 1 — * ^VV'— 1 H— i 5: PS—As— 2 — — /KPft 

[1, 3, 4] ^-T^TV— >v-2,-^-ir— sv&m^xm 

i5 mm 1 4 7 * n^t^s u «iiB>fb-a^ 1 . 2 4 m g £#fc e 

MS (ESI) 417(Mir-CF3C00H) 

gfe6Sffl]15 8. 7- (2-^^V) -2- (4, 6-i^^vm°y ^ S?^- 
2 — f;^^77^) -l-^^l>—8- 1 z^L±) "I- 7 

-i?tKp^!Jy-6-ty nJ7;vtpj^i 
20 mmm 147 ic^vx, 1 f-As— 1 h-^t ^ 2 — ^-a-— /kd-tc 

:b9fc:. 4, §«?^—2-^*— /WSrJBVvrHJfifll 1 4 7 

U aiSSte-a* 3 . l l m g Sr#fc. 
MS Ve (ESI) 425 (MH*-CF 3 C00H) 

gllfeffijl5 9. 7- (2-y^^/V) -l-^^/V-2- U-^^VV^y^ 
25 " Zk= 2--<;^;V7 7^/M —8— 1 — — 1. 7— 
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MMM 14 7 dfci^T, l 1 H — { ^ ?*S*-A"- 2 -*f-*—>v<Dfo 

SI U aiSBflS-fr* 4 . Olmg £r#fc„ 
MS Ve (ESI) 416(MH f -CF s C00H) 

5 mmm i 6 o . 2 - (*<^y **^/— /v- 2 — r ±z^k2. z szk) - 7 - ( 2 

14 7 Kl^T, 1 -f^/V- ?V—)V- 2 - 

10 U WflBfl^fcO. 8 4mg4:#t 
MS Ve (ESI) 436(Mir-CF 3 C00H) 

mmmiei. i- (2-y^~;v) 8- (tr^^-i- 

JjV) -2- ([1. 3. 4] f7^7/- A/-2->f^77^) -1. 7 

15 14 7 te::fcsi^-Cs l -**f->v- 1 H T $ 2 /v<z>ft 

[1, 3, 4] 7-Ti?T*S*-A'—2—?-*— /VS:/BV>T^Jfe0!l 1 4 7 tI3 
U ^fB-ffc^ 1 . 9 5 m g Sr#fe 0 
MS Ve (ESI) 403(MH + -CF 3 COOH) 

mmm 1 6 2 . 2 -r u Asx/i^zr r =/v- 7 - ( 2 -t^js-ao - 1 - ^ 

20 -8- (fc%<9 3?^-l-^A0 -1, 7-i?tKP7'!)y-6-^ 

14 7 ^*5VN-C, 1 - 75 *f-)V- 1 H-'f 5 2 /KOft 

fc> 9 fc, T y ^Ao&y* ^SrffiVNT^JS^J 1 4 7 £ IhHUK^JSU *SBft3-fr«J 
2 . 8 5 m g £#7fc 0 
25 MS Ve (ESI) 359 (MlT-CFjCOOH) 

glifcffl] 1 6 3 . 7- (2-^=/V) -l-^^/V-2- (3-^f;^;V7 
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y ^- 6 b jj Z±±g gBWtt 

Hl^ijl 4 7fc*3VvC* 1 - ^ f ;V- 1 H-'f 5 ^/^V- 2 - f 
t><9K, 3 - t^/V^sls? 7 -,i>7 zr.^;l>T li^&m^XmMMl 4 7 t 

5 fen, an&ffc-a-* 1 . 3 2 m g £#fc 0 

MS (ESI) 424(MH f -CF 3 C00H) 

grfifrffil 1 6 4 . 7- — (fcV^S^-l- 

^/M -2- (fW7t!) ^-4 — >f/Up -1. 7— S?fc Kc^y^-e- 
10 H»J1 4 7lJl:i3V^ ^-2-^*— 

3 3 m g £r#fc 0 
MS V© (ESI) 388 (MT-CFjCOOH) 

mmmi6 5. 2- f7- (2-^^/v) -i-^^v-6-^y-8- 

15 (\?^<=7*Jl/-l — ±M -6. 7-i?l:KP-lH-^!)y-2-^^7 ' 
14 7 Kl*5VvC 1 ^VV- 1 H — T 5 2 /KDft 

kms u wm&m 1 . e 3 m g &#fc„ 

20 MS Ve (ESI) 405 (MH"-CF 3 C00H) 

gljfcffij 16 6. 7 - ( 2 AO - 2 - (N-^T y bf A^ ^ J ) 

-l-^A-8- (fc°^7^-l — <>V) -1. 7-^bKP^!Jy-6- 

4- [7- (2 -:7*^— A) —2—0UU- 1-^^A— 6 7 
25 -i?k lf-<9^— 1 t 

;Vx^f/V 6 m g «r 1 - ^ f 2 - If n 'J KV 0 . 15mlfc»^U N — f 
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Vfn tVV^ f-A/T ^ V 3 0 n 1 $rJDx.fCo 8 0°C\Z.X 1 2 R»mmU/ttt« * 

-7 (r± h~h])fi'—&%k&wfa (o. i% by ? As*vifm£&) *m 

MS Ve (ESI) 358(MT-CF 3 C00H) 

at*frBHl6 7. 3- [7- (2-^rW) -l-^^V-6-^y-8 - 
(V^W-l — - 6. 7-3?E 

10 4- [7- (2-^=/V) -2-^BP-l-^f^-6-t*y-6, 7 

15 «est h y 7^*ngmfc:»#u ^bfe 0 mmimmmmw? w b 9? 

7 4— (T-fe b^MJA'-jjcJMMWB (0. l%hy7;^P^f) =SrfflV> 
fco) l:t»It, WEH&a* 1 • 0 2 m g £r#fco 
MS Ve (ESI) ^(MHM^COOH) 

tttfflll6 8. 4- [7- (2-^~/V) -l-^^y- 6 -^y-8- 
20 (Tf^^^-l-^/V) -6. 7-3?fc KP-lH-7Ty-2-^ t^] 

/<y/^ h y hJj 7;^p^a 

HJfe^l 6 7fc*5V^T, 3-vr/7*y- 4-VT/73iy 

-^SrfflV^THlfiM 1 6 7 IrUHMSIU WBfb^* 2 . 7 6 m g &#fc 0 

MS (ESI) 404(MH + -CF 3 COOH) 
25 ^MJ16 9. 7- (2-^~;W) -l-^^V-8- (b'^7^^-1- 

-2- (3-fy;wt^» -l. 7^tKo7'!Jy-6-ty h» 



WO 03/104229 



203 



PCT/JP03/07010 



*-/v%m^xnMM i67t mmztimv, mmfc&yo 3 . 1 4 m g *m± 0 

MS ale (ESI) 393 (lflT-CF 3 C00H) 

5 mmmno. 7- (2-7^^) (2-^f^/v7 
7 ^7x/^^) -8- (e^v^-i — ivv) -1. 7-^cKp7yy 

- 6 —%"y Y }) 7 jvXnffimM. 

T^u7^;—/vzm^xmmmi 6 7i:pwm ^ia^-a-^3. 50m 

10 g 

MS Ve (ESI) 425(MH f -CF 3 C00H) 

ggjfeffil 1 7 1 . 3- [7- (2-^^/V) - 1 -^f/V-6-t^y-8- 
(^7-^-1 — f AO -6, 7-^fc KP-lH-T'y is— 2-4^$-*cis] 

15 4 _ [7— (2-^^/V) -2-^PP-l-^f;V-6-t^y-6, 7 
Kc-lH-7!Jy-8-^/H 1 — ^Vtf^gfc t—zff- 

5 m g , 3-tKP ^r?^A#Sfe ^^Vznj^^/k lOmg £N — 

20 srigatu nm&^?;—^o. 4mu 5n-tK^^- h y ^-Mci&^o. i 
miiciiiu 5o° c^r^m#ufc„ asuaN-ti^pt Hflfccc 

^/Hcxamufco u »M)7^tPStMu mm, 

tc 0 mm^mn^mm^ v^yyv?^— or-* b = h y jv-jm&wm ( o . 

1 % h y @^^^D £rfflv^c: 0 ) ^-CWSS U ^ta^^ l . 09mgS: 

25 #fc„ 

MS Ve (ESI) 423 (IflT-CFjCOOH) 



WO 03/104229 



PCT/JP03/07010 



204 

gjjfcffl] 1 7 2 . 4- F7- (2-^^^) -l-^f^~6-^y-8- 

(tr^9t?^- 1 — r^v) -6, kp- ih-^i; ^-2-^va-^] 

5 ^^vcc^x/v^ffiv^T^m^j i 7 1 1 mmztimvM%Mk&m i . 

5 5 m g &#fc 0 
MS Ve (ESI) 423(Mir-CF3C00H) 

jgffiffll 1 7 3 . 7- — l-^fVV-8- 

>f/v) -2- -l. by 

10 7^P^t 

4- [7- (2— •f'F—JV) -2-^nn-l-^f/V-6-^y-6, 7 
-i?tKP-lH-7 p !Jy-8-'f;v] br-^^^v— l— t-zf*?- 

71x7*/— ^ 5 m g, »P!>A8mg^M> 9 O^CKX 5 R#K*#bfc 0 

- (r-fc h =. h y pv-immmm ( o . 1 % h y ^/^a-nan***) fc^v^cj 

\Z-XWiWL U, ttftffr&Hl 4 . 4 0 m g £#fc 0 
MS Ve (ESI) 393(MH + -CF 3 C00H) 
20 IHBW17 4. 7- (2-^-AO -1-/^/1^-8- (fcN<9 3?V-l- 

-2- (4- h y/va-=¥ix) -l, 7-i?tKP7 , gy-6-^y hy 
-A'Srffl v^r«^i i 7 3 mm^a u «iafls^ 3 . 9 5 m g «r#fc. 

25 MS Va (ESI) 393 (MfT-CF 3 C00H) 

gUfeffl] 1 7 5 . 7- (2-^^V) ~2- (2-/ h^V7*/dr'» -1 
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1 7 3 |C38V^X % a-^f^*;^©^!)^ 2-^h^V7cn 

7 -vvSr/BV^SHfefll 173i RitMt, WSMb-a* 5 . 2 4 m g 
5 MS Ve (ESI) 409(MH + -CF 3 C00H) 

jafcffil7 6. 7- (2-^^V) -2- (3-^h^/7>/^/) -1 

IHfeM 1 7 3 fc*5ivt % 2-^f/W7*/ k -A^)ft*>5fc, 3-^h^r^7x 
10 J — /Is&m V ^-CHIB^J 1 7 3 fc lli^Mt> «SBf fc-^ft 2 . 8 4 m g &#fc„ 
MS m/e (ESI) 409 (MH*-CF 3 COOH) 

^1fe#IJl7 7. 7- (2-^^/V) -2- (4-^ h^j^WjLkj ~ 1 
(fcV^i^- 1 -^IVV) -1. 7-^bKP/J>-6-ty 

15 gSKSM 1 7 3 fc*5Vv-C N l-*f'A'7=-J~ /UOftbOfc, 4-^ h^v^^ 
«/ — /uSrffiV^miSM 1 7 3 lUHU^aU SHBflS-a^fe 5 . 61mg «r#fc. 
MS Ve (ESI) 409(mr-CF 3 C00H) 

mmmi7 8. a- n- 

(t°^<7i?i/- i --Y/v) -6. 7-s?t Kp-iH-7!)y-2-^;mv] 

20 ^^if^^/Vfr^T^ K H?7/UtPB»j 

»J1 7 3t£:fc3V^ 2 * ^ — SV<Dftt> U R:" 4-fc Kn3ri<"< 

yfy^Mvr^ KSrffiv^-cHJS^J 1 7 3 &PQgttc«tau «HB-ffc'&W4. 2 

1 m g 3r#Ufc. 

MS Ve (ESI) 458(Mr-CF 3 C00H) 
25 gHfeffJl7 9. 4- [7- (2 -y^-^M - 1 gvl^ 6 -^V- 8 - 
(^7^y-l-W;v) -6, 7— S?fc KP-lH-7'Jy-2-^W^] 
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1 7 3 i^S^T, 2 - * ^7 ^ / — Jl><Dftt> V iZ s 
3 h y ;V&JlV^|ilfe0iI 17 3 t l^tKcMSU ^lE^^) 
4 . 2 4 m g -Mifcio 
5 MS Ve (ESI) 434(MH*-CF 3 C00H) 

mMMl80. 2- T7- (2-^^V) -l-^^V-6-^y-8- 
(tf^v^-l — T/V) -6, KP-lH-7"y V-2-^/W^-^riX] 

HJEM 17 3 ^*5V>"C> Z-tf-fr?^/— jVCDftfrVK, 2-^7/7x; 
10 -/v&fflV^^lJfe^J 1 7 3 t ^^Slb. ^IB-fb-a-^i 5 . 2 6 m g &#fc 0 
MS mfe (ESI) 404(MH*-CF S C00H) 

mj!8 1. 4- T7- (2-^^7V) -l-pt^V-6-^^y-8- 
(fc°^<7^V- 1 — ±M -6. 7— 3?fc KP-lH-7'!Jy-2-^;Vt^] 

^yyr §_K by 

15 mMM 17 3 jsv^-Cs 2 - * f;V7 ^ 7 — ;\s<D?i;fr> Y) \z.^ ,4 - Kp * 

yy7 5 KSrJBV^T^aiifll 1 7 3 i RlfllltiijffifiU ^IB^^4 . 8 0 m g £:# 

MS iz/e (ESI) 422(Mf-CF 3 C00H) 

jlMl8 2. 2- [7- (2-^n/V) - l-^^V-6-^-^y-8- 
20 (fc°^7'^^- 1 -^/V) - 6. 7-i?fc Kp-IH-7!) V- 2 -^/V^-dr^] 

%mmi 7 Sfcl&V^ 2 ^7 ^ / — ;V<Dftt> V) 2-t Kn^Vg 

3 8 m g 5r#fc 0 
25 MS a/e (ESI) 451 (MIT-CF S C00H) 

Hjfcffl] 1 8 3 . 7- (2-^^/M -l-pt^V-8- 
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_ 2 _ ( b °y $*?*y-2->(A>±* 9 S) -1. 7— S?t Kp^P % ^-6- 

mfe^J 17 3 fc*5l<«T % 2 fvV7 * / -/u©ftfc> 9 Rl % bf y 5 SJV- 2 - 
^— /uSrffiV^rHlfiW 1 7 3 t I^HMIL, SffiBflfrg-tt 1 . 1 2 m g &#fco 
5 MS Va (ESI) 381 (MH*-CF s C00H) 

^18 4. 7- (2-^^/V) -2- (4. 

^Jfe0!l 1 7 3 fcL&WT, 2-^^7^/-/V^^«9i^ 4, 

io tr y ^ s^- 2 ^v&JBv^-t^lifll i 7 3 h psMSmftsSU flMBf&S* o . 

6 6 m g £#fc 0 

MS (ESI) 409(MH*-CF 3 C00H) 

$tfc«fl8 5. 3- [7- (2-^^W) -l-^^V-6-^#y- 8- 
(g^S^-l-^VH -6. 7— 5?fc KP-lH-/P'/- 2-^;^>] 

15 ^i^y 7$ K h y yjv^rxx BEiMtt 

4 - [7- (2-^=vV) -2-^taa-l-^^V-6— 7 
-i?t KB-lH-^yy-8WA'] If^y^y-l-^^l t-Zf*?- 
;n^f;V6mg, 3 — l: Kn^ftJMMI if/H^l OmgSrN-^ 
2vVtrt» y FVO . 2ml JftMfe* U^.lOmg *r*H*.ifc. 90^C^T 

20 3 mmmwu ^m^i^-Mm^Mx.. mwt^Mzxmmvfco 

Sgfl&U mm&Tls^-T (7N^^/-/V^) 1. OmlMU 5 0° 

(0. l%hP7;VtP^f) SrJfl^fco) KT»»U SMBrtS-&*> 1 . 9 1 

25 m g £r#7to 

MS V? (ESI) 422(MH f -CF 3 C00H) 
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sitife fMftft. 4- T7- (z-rf+^AA -l-*^A— 6-**y-8- 

-3. 5--^?v^a#P HJ7;vtP§IBIi 

4 _ [ 7 _ (2— —J-^JV— 6 — ^"^r y — 6 , 7 

5 -i?t Kn - 1H-/'J y-8-^;V] tv?i;y- l-^;v#yl t-^ 
^x^^l/ 7 m g «r 1 - ^ f /V- 2 - lfo y KVO. 2mll«U4-t Fa 

10 (T* h^MJ/i'-*3MWWB (0. l%hP7A-*p 

BWMrtf) ?:fflVNfci 0 ) |Jl-C»»iU «fafl2^2. 7 1mg^fc„ 
MS ale (ESI) 451 (MIf-CF 3 C00H) 

^Mil18 7. 4- [7- (2-7^ A0 -l-^^-6-^y-8- 

(fcV^S^-l — (M -6. 7-s?t Ko-iH -7'yy-2-^;vt^] 

15 - 3 - 7^pgAti b ^ 7^*-gfiEfife!ft 

»j 18 6 ld*3V>-C, 4-tKn *c*>- 3 , 5 ^-^5fcA««©f^*> 9 

U 3 . 4 9 m g Sr#fCo 

MS (ESI) 441 (Mr-CF 3 C00H) 

20 Him L4- [7- (2-^=/v) -i-y^-6-^y-s 

- (fcV^i?^- 1 -^OV) -6, 7-^bKP-lH-7'y y-2-^V^ 

s/i -7 £ ^yvi mm mlz £± p Hi 

HJfefcl 18 6 {31*3V>T, 4 - fc Ka 3 , 5 ^.lfKO^*> 0 

(4-t Ka^^^^=7V-) Bm&JBVvrHlfifcl 1 8 6 t^lML^ «IB 
25 4fr8-4& 3 . 4 5 m g 

MS w/e (ESI) 437 (MH + -CF 3 C00H) 
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$Mill8 9. T2- [7- {2^±BM -l-^^V-6-^y -8 
- (tf^S^-l.-^/H -6. 7-S?t Kp - 1 H-^g y - 2-^^^ 

mmm ise masv^ 4 - 1 kp 3 , 5 ^KMiioftfr 

5 (C, (2-t Koap^7*=A') BfflfcfcJBV»-C3tt« 1 8 6 fc|WI#fc:*EffiU «flB 
<fk,^#5 1 . 3 4 m g £r#fc 0 
MS (ESI) 437(MH f -CF 3 C00H) 

$j«19 0, 2- (2-7W7»/#V ) -7- -1 

10 h V 7;wtP§tlt 

SQfrW 18 6 ^*5V>T, 4-tKP ^V- 3 , 5 -S?* ^Sfe-MSfcOttib 9 
fc s l- (2-fc Kp^7*=/w) ^S:fflv^lfeS609 1 8 6 i: IH^Hi^ 

m an&fb-a^ 1 • 9 9 m g 

MS Ve (ESI) 421 (MH + -CF 3 COOH) 

is mmmi9i. 7- -2- (2. 6-wtP7»Mv) 

%%09 18 6 ^*5V^> 4-tKn 3 , 5 - ?7U5feJMH»©ftfc> 9 

fcl, 2, 6-5?7/U*n7*y-^fflV^*ttiWl 8 6 iRtRfc&aU WW 

20 5 . 2 6 m g Sr#fc 0 

MS m/e (ESI) 415(M1T-CF 3 C00H) 

$ffi«19 2. 7- (2-^^V) -l-^f^-2-^/ »7^P7» 

25 HWJ 18 6 fc*5V^ 4 - t Kn«*V- 3 , 5 —i?* «9 
2, 3, 4, 5, 6 ty^7^to7i;- /VSrffiV^^Jfe^J 1 8 6 tin 
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&R:*ya u mmt&m 5 . 6 1 m g &mt 0 

MS ale (ESI) 469 (MiT-CFsCOOH) 

gffi gjj 19 3. 7 - ( 2 -T^ryV) - 1 - ^ fyV- 8 - (^7^^- 1 - 

v) _ 2 - r4- (ifpy^y-i-^^) -1. 7-S? 

4 _ [7 - (2-^— /V) -2-^DP-l-^^-6-t^y-6, 7 
-^fc Kb - lH-T'y ^-S-^/Vltf^^^V-l— XA'tfl'Wt t-^^/V 
j^f/V 3 0 m g ^ 1 - ^ f /V- 2 - y 1 m 1 « l-(4-fc 

(0. l%h!J7^*B 
H^^) SrfflVNfdo) KiTttfiU m^k&V02 3. 7mglr#fe, 
MS Ve (ESI) 476(MH*-CF 3 C00H) 

15 

$ii#ll9 4. 2- [7- (2-^ryV) -l-pt^V-6-^y -8- 

(g^s^-i — -6, 7 kp - i H-7°y y- 2 -^f 
-N- r 2 - (tf^y i?^- 1 -4aa j^^/v] ^yzi H b v 7/^*uW^k 

20 2-KKb*V-N- [2- df^y i-JM ^ k 

fc^TllWJ 193i PJ«ftfc:*&JffiU fltlB-ffcl'&'tfe 3 . 0 5 m g $r#fc„ 
MS a/e (ESI) 533 (Mlf-CFaCOOH) 

iWJ!9 5, 5-T-fe^;V-2- T7- (2-^^/V) 
_^^y_ 8 _ (fcV^^-1 iW) -6. 

25 2 -w/u^vi ^yyr Uf b !> Z2k±HilMM 

HWJ 193 ie*jv>i\ i - (4 - 1 kb*^^/u) trc y 
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l&ffc^O. 8 2mgSr#fc„ 
MS (ESI) 464(MH + -CF 3 C00H) 

mmmi96. 2- [7- -l-^/v-e-^y-s- 

5 (fcr^S^-l-^vO -6. 7 - i?t: Kp - 1 H-^'J ^- 2 - ^^^7 
HlJfeM 19 3 lC*5V^ 1 - (4-KKP ^^V^/V) V S>V©f«3 

v) ^ ^a-y- y ^vvMSrfflv^ Hl£0!ji 9 3 tm^ifci^sbs WEfls-a^feo. 

7 0 m g £r#fc 0 
10 MS V« (ESI) 439(Mir-CF3C00H) 

MKW19 7. 6- [7- (2-^^) - 1 - * ±/k= 6 V - 8 - 
(fc'^v?^- 1 ->f/V) -6. 7-3?E pP-lH-^jy- 2 — fV^ZAZJ 

Hlfe^J 1 9 3 fcfev>r > 1- tfqy^yoftfc . 

15 Y)\z s 6-7 5/=3f^r5 K&JB vvrHWJ 1 9 3 ktmffitewmv. mmfc 
1 . 4 3mgSr#fc 0 
MS Ve (ESI) 422(Mir-CF3C00H) 

t»J!9 8. 3- r7-'(2-y^/V) -l -^f/V-6-t^ry-8- 

HlfeM 1 9 3 Uiasv^ 1- (4-tKn^^y^;H tr» p ^©ffcfe 
3-t Kn^^tTay yr5 KSrffiV^-C^JfeM 1 9 3 iiWlt, IK 
IBft-Mfcl. 4 4mg^r#fco 
MS Ve (ESI) 423(MH*-CF 8 C00H) 
25 glffiflil 1 9 9 ■ N — t — ~7*f~J\/— 2 — [7- (2- 7^^) - 1 -pt^vV- 
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9 2-75. / -N- 1 -^f;w<yyT ^ K&fflv^TiiWJ i 9 3 1 mm^ 

*Q!3ffiU tHIBflS-a-ISlO. 8 7mg^#^lo 
5 MS Ve (ESI) 477(MH + -CF,C00H) 

3flfrM2 0(K 2 0 1. 2- [7- 

v _ 8 _ (tf^^y-1 — (M -6. 7-^Kp-iH -^yy-2-^f 

9 3fc*5VVT\ 1- trpy^©««3 
10 *>fc> 2-7 5/^7^ HfcJBWCSOfiflll 9 3fcHMlU 

nik&m i . 3 6 m g , ^ffitettiauBfls-a^ o . 3 9 m g 

MS mfe (ESI) 477 (M^-CFsCOOH) 

»i«20 2. N- [3- T7- - 1 - ;* 6 V 

-8- (bf^93?^-i — -6- 7-^bKp-lH-7 , D y-2-^f;v 

3W6« 1 9 3 fc38V^T, 1- (4-t Ka**^^^) '^^^O^ 
9131, 3-T^fe hTS K7rcy-/VSrffiV>-CHiS^Jl 9 3 i»*iiL, *|B 
{k-a^ 10. 7 9 m g %#fc 0 
MS (ESI) 436(Mir-CF3C00H) 

20 mmm2 0 3. n- la- n- -i-^^v-6-^y 

_ 8 _ 1-^T^) -6. 7-^fcKP-lH- ^JV-2->f/V 

I^WJ i 9 3 ^*5V>r, i- (4-tKP^y/>f;v) tfppi?y©ftt) 
9^ 4 - 7-fe H7 5 K7 1 / ^V^ffiV^t^i^ 1 9 3 J: tMS MU 
25 ^-a-ife 11. 3 8 m g Sr#fco 
MS Ve (ESI) 436(MT-CF 3 C00H) 
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Wli204. 2- fN- T 7- (2-^^;V) - 1- 

— Ft — (tv*?s?^-l-^/H -6. 7-^tKP-lH -^Jy-2-^] 

mmmi 9 3^*sv>t, 1- (4-kkp^^;v) ifop^/©^ 

3 . 4 8 m g £#fco 
MS Ve (ESI) 436(MH f -CF 3 C00H) 

mm fi\2os. 2- 17- (2-^^ /v) -i-^^v-e-^y-s- 

(fcf^l^-l-^/U) -6. 7-3?fc KP-lH- ^'JV-2->f;^^] 

10 Mi bJLZZ^H Stt 

^Wdi 9 3^*5v>t, 1- (4-tFn^y^;w) 

9 y ^/V^^rfflV^T^JS^J 1 9 3 t HiCMts aUBflS^^ 5 . 7 5 

m g Sr#fc 0 

MS ale (ESI) 423 (Mr-CF 3 C00H) 

is twi2 0 6. 2- [7- (2-^^/v) -l-^/v-e -a-^y-s- 

IM^&ls-l-JM -6, 7 KP-lH -^!Jy-2-^;W7^;] 

v fc, 2 -75;^^^*^-; k^jb^tsuswi 9 3 tra^fttau 

20 «»<fc«fr* 0 . 9 1 m g 3r#fc 0 
MS Ve (ESI) 457(Mir-CF3C00H) 

*ttf fllgn7. 2- T7- (2-7^ ^ -i-^;v-6-^y-8- 
(fcV<^3?^-l->f AO -6, 7-j?bPP-l H-^JV-2-W^7 

25 5ttMU9 3te*5WC, 1- (4-tKP^^;w) tfn !> S^Oftfr 
^ ^ ^^-y ^•A'gftai^/uSrfflv^r^lSW 1 9 3 i: Hit^Hs ^IS-fb^ 
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0 . 6 6 m g 3r#fc 0 

MS Ve (ESI) 467(MH + -CF 3 C00H) 

atj«2 0 8. 3- T7- -l-*^-6- **y-8- 
(V^W-l - 6. 7-^fc Fp-1H-^9 ^-2 — L^h±Vl 

<£rm 4. 3 6 m g £#fc e 
MS Ve (ESI) 424(MH*-CF S C00H) 
10 Hjfegli2 0 9. N [2- T7- (2-^^V) -1-^^vW- 6 

8 - (bXy^y-l—f^) -6. 7 - ^t PP- 1 H-^i? y- 2 ->f /Ut 

HWJ 1 9 3 &£*3V^T N 1- fcTny^^ftt? 
v)i^ 2-7th75 /w^ffiv>-ClW6^Il 9 SiPil^lU 4MB 

15 0 . 1 2 6 m g 3r#fc 0 

MS (ESI) 436(Mir-CF3C00H) 

iM!2 10. 2- [7- (2-^=;V) -l-pt^V-6-^-^ry-8- 
(tf^7i^-l — iM -6. 7-^bKP-lH-7°yy-2 — fA^t^2 

20 t!lf;Hl0 0mgi:^W5y2 ; e;vf h7t.Kn77^0. 7 
6 m 1 £ N, N - *f-)Vi£)V& T % Klml ^ai^Vi>T / # * tf; 

^-M09/il, h y xf;W7 5 ^2 5 0 1 M.*C 6 . 5 S$mffiW 

ft(D 1 fifcl4- [7- (2-^n/V) -2-^PP-l-^f;V-6-t^y 
25 - 6, Kp - 1 H-^P y- 8 -^f;V] ^7^^- 1 - *;V#y| t 

-7*f^f;V2 0mg, VP As l-^^/V-2-tfoy KVlml 
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«ribn?u i5omi. 5mmmw^ 0 s^^tK^x, mm^Mzx 

%mte%kmT&Wit£?*^ hfyy-i- (T* h=b y/w-*3R#SMB (o. 1% 
h JJ ^a-oBflMPfiT) SrfflV>fc 0 ) m-cWKU^aifB'fb-a'* l . 0 6 mg &#fc 0 
5 MS (ESI) 450(MH + -CF 3 COOH) 

gffi^JJ 1. 7- (t^yv^ -l- 
_ 2 - [2-z (f7yp^-3-^;^/V) gW JtkJ -1. 7- 

»j2iom^ ^r^ys^fcffivvtaE 
io mm 210 pii^Mt> ana-ffc-fr* 2 . 1 0 m g $r#fc 0 

MS m/e (ESI) 494 (Mff-CFjCOOH) 

Sffil2 12. 7- (2-^^/V) -l-^^/V-8- (fcN<9 3?>* -l- 
_ 2 - [2- (t'P y i^-l-fl^^V) ^^y^r iXl -1. 7-3? 

15 2 10 fc*5V^ ?vKT ^ ^oftfr 9 ^ tTn y S^VSrE WC** 

09 2 1 0 IU$lt- «tS U fltfafb-g* 6 . 8 6 m g £r#fc„ 
MS Ve (ESI) 476(lflr-CF 3 C00H) 

3gffi f?tl2 13. 7- (2-^^/V) -l-^^ V-2- [2- (qr/Uft y ^ 
20 K U 7;VtPjji 

#j 2 1 o t H«itfc*sffiu mm&ta 3 . 6 3 m g ^#fc 0 

MS (ESI) 492(MH f -CF 3 C00H) 

«fc fW 2 14. [7- (2-^^/V) -l- ^^W-6-^-^y-8- (fcf 
25 ^93?^- 1 — CM -6. 7-^KP-lH-y'Jy-2 — < fl A Tir h~ 

s y /v f y 7 aq*- p 
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Hffig!12 l 5. [7- {2--??-~jv) -2-V7;^f;v-l-^f^-6 
-^y-8- (\+<<?*?is—\—4A'') -2. 3, 6. 1-7- h?t Kn-1 

4- [7- (2-^=/V) -2-^on-l-^f/V-6-t4y-6, 7 

5 Kn- iH-^y ^-8— r;v] tv* 1 -a/vtffSfc t-^ 

gSriPx., 6 0^teT3B*|HH*#Ufc o KWtlN-iltti g^ai^vv 

mmzTrnzkmrnrnftpv^hy??*- (r^h^hv^—^^wm (o. 
io i % h y zm^tc.) kltwku anB^-a* 1 . s 5 m g m 

2. 2 0mg (*tW2 15) 3r#fc 0 
(HJSM2 14) MS Ve (ESI) 326 (MlF-CFaCOOH) 
15) MS m/e (ESI) 367 (Mlf-CFsCOOH) 
jfcttiflll2 16. 7- (2-^^/V) -1-^^/1^-2- (2-t»y/Pfcf 

15 ;v) -8- (f^^- i -^vv) -l, 7— b 

4- [7- (2-^n/V) -2-^nn- l-^?vV-6-^y-6, 7 
Ko- lH-T'y >-B-^fV] lf^<9^>-l-^/U7^^m t-zff- 
;kx^r/W8 m g £Ti? h^O. 8ml|£JMU 7K*-ftS^ h y ? A 8 m g SrflP 

20 ?u 6 o < c^T3^M^bfc„ &a&m\ziN-m.wt&m^ mm^f-Mzxm 

iSfr*B^3i^^n<rh^9 7w- (T* h= h V A^-immm (0. l%h 
y7/^ag^f) tfflV^fc.) fcTflf«U ^fa<b^l. 17mg£#7t 0 
MS Ve (ESI) 343(^^0)010 
25 H3iM2 17. 7- (2-^^/V) - 2 - ji^Pr^U- 1 - y. fyy- 8 - (bf 
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U n-^yfr^A (1. 5 6M^t^i) 0. 2 7ml&-7 8trT? 

5 fc4 - [7- (2— :7*^=W) -2-^n0-l-^f;V-6-^y-6, 7 
-i?tKP-lH-y!)7-8->f;v] if^^v?^- l -7J/v#^ -t-^f- 
,v^*r>v l 0 m g SrJnaifc. MX- 3 0 £JRtt** R*«*fc*MMlMfeT ^* 

. oml U PDilOmg ^iPx.fc 0 iSt 1 «rBB»#«> 

^avh^7-f- (mh~hy/i'-&mmn (o. i%fy7^o^ 

g^fr) &JBV>;fc 0 ) KXnmU flWBfl*fr*l. 0 6mgS:tfc, 
MS Ve (ESI) 31l(Wr-CF 3 CO0H) 
15 WJ2 18. 7- (2 -l- ^^/V-8- (^7^-1- 
d yy) - 2 - (7 , p/^-2-^;V7^=;w) -1. 7-i^b FPt7°y 

a-y h y y^nw^M. 

4 _ [7— (2—zf^=-^) -2-^PP-l-^f^-6-t*y-6, 7 

-7tKn-lH-7 , !)y-8-^] fc^^v^- 1 -iJjv^Wt 
20 ;VX7f/V6mg^l-^f;V-2-tfoy KVO. 15mlfc»#U 2-:/ 

0 ju 1 % j&»#y 7^ 6 m g ^X^Ji^t 5 tfc„ 

fco -frbt-xn-* n ulglfi5m g 5:2)11*., -7 8°C^T1 5#»#Lfc. 
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jv-immm (o. i%MJ7;^oi^) zm^tco) te-c»«u mm 

ik-frVa 0 . 8 9 m g £#fc 0 
MS afe (ESI) 377 (Mr-CF 3 C00H) 

6 HM2 19. N-Tir^/W-N- [7- -l-pt^- 6 

_^y_ 8 _ (fc'Xt^^- 1— -OV) -6, 7-^fcKP- lH-7*jy- 

2 — f^l Tir hT $ K h P. 7^i-PSlt 

4 _ [7- -2-^PP-l-^f^-6-^y-6, 7 

-i?tKo-iH-7°yy-8 — r/Kl tr^^^v-i-^/v^^Sfe 

10 /Vx^f;V 8 m g 2 0 %7 V*=77K^ 0 . 2mll:I|l> 8 0tl'T5 

0. 0 5 m 1 SriPxi, MKT 4 8 B$R9fll#LfCo 'RJS?K«r*«U h V 

ir h= h V J\>-imfeWfc (0 . 1 % b y 7/utf-i3ft»^f) £rJ3^fc 0 ) tti 
15 3ft U *fBflS#*» 1 • 4 9 m g £#fc 0 
MS Ve (ESI) 386(MH + -CF 3 C00H) 

3?1ife#i]2 2 0. N- [7- (2-^^) -l-^^V-6-^y-8- 
(tf*<9S?V-l->W -6. 7-^fcKP-lH-^!)y- 2-^^] T-fe 

20 4 _ [ 7 _ (2-^=/V-) -2-^PP-l-^f;V-8-^y-6, 7 
-i?t Ka- 1H—Zf]i i > — 8 — < ^3 1— JfrA'tfl'Ifc t-^f- 

/ ]s^*Tfr8mf>$:2 0%T>'*~77limmO. 2mlCflU 8 0°C^T5 
I^W^Ufc 0 £j«tti:«IBU MESrtry^O. 4mll«U MtK^M 
0. 0 5 m 1 4rJdP^., MUif 4 8R#M«#Ufc 0 RlS3K*r**6U a^Sr^^ 

25 / —M^mM U K»* y t7 A 1 0 m g £#q;U 6 R*KHW$ Ufc 0 
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^o^h^?7-f- (r b = h y ^-zk^Sbta (o. i%by7^tn^ 

MS tfe (ESI) 344(MH f -CF 3 C00H) 

ttt!2 2 1. T7- -l-^^V-6-^ y-8- (t? 

<;V) -6, 7-^^-lH-/!)y -2 Z 

4 _ [7_ (2— zf=f-=-J^) — /•^JV— 6 — ^"^r y — 6 , 7 

-i;tKo-lH-7'!)y-8-^;v] tr^^V- l— jfrA'tfS'ifc t-zf'f- 
7V^7 i /V8ing^l-^^-2-t p ci y KV'O. I5mll:|«?l, t K» 
^Tir h=MJ^5 0 M 1 , TK^H^h y ^5mgS:JDt Ml-T 1 R#W 

h ^ 9:7 ^_ (7tb^hy^-**»»« (0. l%h57^tP|»^t) 
«rJSV>fc„) fc:-C»iSU «IBfl2'fr*2. 12mg&#fc 0 
MS Ve (ESI) 342(Mir-CF3C00H) 

gllftM2 2 2. N- [7- (2-^^V ) -l-^^/V-6-^y-8- 
(^<7i^-l-^VV) -6. 7-^tKP-lH-7'Jy-2-^] 

^ ^ h y 7;vt c iaftjtt 

4- [7- (2-y^/V) - 6 -t^c-y- 6 , 7 

;H^f;W7mg^l-^f^-2-^P y KVO. 15mlllf»U = 
S?fl OmgSrM> 9 O'Cl'Tl 2B#ffi«#U7t 0 Kl£ifc«:*«U h 

M«lWp^f^7-f- (r-fe h=fy^-**^»ft (o. i%hy 

7/l/*nS»^t) Sr/Bvyfc.) fcTflfllU *Wfl5-a»4fe3. 2 0mgl:#fco 
MS (ESI) 344(MH*-CF 3 C00H) 
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3t1ifc0ll2 2 3. 7- (2- ^ ^ -2-^^^^ r ^V-8- (tf^ 
a) 4 _ [ 7 _ -2-^P-6-t»V- 1 - (2-hy^ 

4- [7- (2-^=/V) -2-^PO-6-t^y-6, 
1H -^y fcV^^-l-^/Vtf^SI 

Omg£N, N-^^V^/^T^ Kl. 2mll»U (2-***^* 
^^V) h y P< V 4 4 /x K !)!)A34mgtti SSmt-T 

aM&ffr&4& 5 5 m g £r#fc 0 
^-NMRCCDCIS) 

6 0.07 (s, 9H) 0.97 (t, J=8. 4Hz, 2H) 1.49 (s, 9H) 1.82 (t, J=2. 4Hz, 3H) 
3. 40-3. 44 (m, 4H) 3. 58-3. 62 On, 4H) 3. 71 (t, J=8. 4Hz, 2H) 4. 92 (q, J= 2. 4Hz, 
2H) 5.67 (s, 2H) 

4 _ [ 7 _ (2-^=^) -2-^nn-6-t^y-l- (2-hP^^ 
/v^9=Mh^^^^) -6, 7-i?tKP-lH-^^-8-^H tr 
! _^7/V3j?^ t -:/^vwnX7Vl-6 m g £ 1 — * 2 - tfn 

y K yO. 15ml!«U *<f-A>*>V*zf9V (3 0%, ^ * / *-/H»«) 
5 0 1 > y«7 A 1 0 m g «:SP*.> MfcX 5 ^F^«#Ufc 0 SJ^jR^ffl 

jftj^rv^^^ATKfl^srDp^ Bi^fMitiwufe. ****** u 

h y y^n^gmo. 6 0ml ^?i.^5l^(W^#^ 
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y /v-zfc^I&fB (0. l%h 97 SrJBV>fc„) fc:-C«ffl4U'* . 

flB-ffrgHlJ 3 . 9 9 m g £r#fc„ 
MS Ve (ESI) 319(MT-CF 3 C00H) 

5 -1. 7-^KP^'Jy-6-^ h 'J 

-/V -J- h 9 ^Ajft&fflWClllfifl! 2 2 3 IH^Il'MSU, ^IHjk-a-^2 . 9 7 

m g $r#fc 0 
10 MS (ESI) 347(MTr-CF 3 C00H) 

zmm 225. 2 - t -^f;^;v77^v- 7 - ( 2 -zfj-~tv) - 8 - (g 
^93?^- 1 — fika -i. 7-j?fcKP^gy-6-^y hg 7^P»» 

HJfciW 2 2 3 J!1*SV^ ^^/Vtf^VOttfrtH^ 2-^^-2-7" 
15 o,*:^;*— /u -7" h y 7At«rfflV^» 2 2 3 t BflEllcftMffiU ^15^ 
2 . 9 9 m g £r#fc„ 
MS afe (ESI) 361 (Mtf-CFjCOOH) 

tt ff?.2fi. 7- (2-^^) - 6-^y-8- 
^7k) -6. 7— KP-IH-T*!) y-2-^=M)/V HJ 7/VtP 
20 BEEBtt 

4 _ [ 7 _ (2-^=yV) -2-^00-6-^^-1" 

-6, 7-^Kp-lH-7yy-8-^f;v] t° 
/<7v?y- i — jfr/Hfl^fifc t - 7*f/^^6m g 3r 1 -p^/V- 2 - 
J T/o. 15ml fc»#U VTVlfct b y !7 A 8 m g , mk* U^lOm 
25 g SrJP*., 5 O^CI'T 5 m&mW Ut. RP&mz.fmmkT * A7j«&£: 



WO 03/104229 



PCT/JP03/07010 



222 

zmmzk^Mfc? b^^^w- (r-fe h=hy/v-7Km^ibffi (o. 1% 

h y &JBVVfc 0 ) fcT^U^lBlb^ l . 4 6 m g £#fc„ 

MS Ve (ESI) 298(MH + -CF 3 C00H) 
5 jflfcflll2 2 7. 2- [7- (2-^=^0 -6-^V-8- (fc^^ V 

4 _ [7- -2-^on-6 -t^y- 1 — 

-6, 7-i?tKo-lH-7 p y^-8-'f/H t 9 
10 ^^^-l— t -^f;^^f^6mgSrl — .?* ^vV- 2 — Ifa 
jJKyO. 15mlMU f yW5K8mgs »y!>A8mg^B 

^^/v^-cttw ufc 0 mmmznm^. mm* b v y^nwmo. so m 

15 ZkHSmfctefv? b?97J— (T± b~ b y/V-^m^IWS (0. 
MS a/e (ESI) 408 (Mlf-CFaCOOH) 

$ffi»ffi!2 2 8. 4- [7- (2-7^/V) - 6 -^ V-8- (tf^9^>- 

-l-^;y)-6. 7-^fc KP-lH-7"y ^- 2 -4 As**t 9 S\ L 

20 U 

2 2 7 lc*5V^T > ih y ?vvT 5 F<z>ft:b 4 - 1: Kn 
£^T^ii£M 2 2 7 t ^l-Mt, ^lEfa-^ 1 . 5 5 m g £#fc 0 
MS (ESI) 409(ffiT-CF s C00H) 

mmm2 2 9. 7- (2-^^v) -1- (2-^7;^^ ) -6-** 
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WJ9 6afHf,tlfc4- [7- (2-^=^) - 2 P p- 1 - (2 

5 -i/7;^y^)-6-t^y-6, 7 - ^t Kn - 1 H-^y v- 8 ;>] 

lOmg, N, N-^fM;VA75 KO. 3m 1 ©I^lril-C4iira» 

10 b^llEte^ 6 . lmg#fc„ 
^-NMRCCDCls) 

8 1. 50 (s, 9H) 1. 83 (s, 3H) 3. 50 (s, 4H) 3. 58-3. 64 (m, 4H) 4. 99 (s, 2H) 5. 74 
(s, 2H) 7. 02 (d, J=8Hz, 1H) 7. 44 (t, J=8Hz, 1H) 7. 55 (t, J=8Hz, 1H) 7. 74 (d, 
J=8Hz, 1H) 

15 b) 7- j2=7±~M - I" (2-V7;^^V) - 6 - (tf 
^^o?^-!-^^) - 6 , Kp- 1 H-^g y- 2-^= h!)^ 

4- [7- (2-^=/W) -2-vry-l- (2-^7/^^) -6 

7 - ^t Kp - l H-T'y 8 ->f ;v] tr^9^v-i-*^v 

20 tf^^ t — z/^vVa^TVVe. lmg^ h U 7/V;Tei@^0 . 2ml©M 
&M2 0#ii#Ufc o ^fj££^itU?5§it;S:2 0-6 0%^ 9 ;->v/fr{0. 

5. OmgSr#fc, 
'H-NMR (DMS0-d6) 

25 5 1. 80 (s, 3H) 3. 30 (s, 4H) 3. 60-3. 70 (m, 4H) 5. 09 (s, 2H) 5. 60 (s, 2H) 7. 27 
(d, J=8Hz, 1H) 7.54 (t, J=8Hz, 1H) 7.68 (t, J=8Hz, 1H) 7.94 (d, J=8Hz, 1H) 
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9.36 (br. s, 2H) 

gtt^l2 3 0. 3- [7- {2^7±~M "I- ~ 

(tf^^-i-^v) -6. 
5 4 _ i 7 - (2-^=/v) -2-^pp-i- (2-^r;^v^) -6 

t -^f ;H^f;V 7 m g 1 - ^ f /l'- 2 - o y KVO. 2mll: 
^ u 3 _ t Ko^yv?y-2-*;^yi7$ K8mg, ^M#y7^ 

(0 . 1 % h IJ SrJBV^.) fcT»»t, «HBfl5-&* 2.93 

m g &r#fc 0 

MS (ESI) 524(Mir-CF 3 CO0H) 
15 jSafcW2 3 1. 4- T7- (2-^=^) -1- = 
fi _^^y_ 8 - (fc^7^-l-^) -6. 

nmM2 3 Ol^V^T, 3-t Kt2drVtfy^-2-*;V#>-mT5 Ktf>ft 
;b*H^ 4-fc Kn^^Vf^;V*V7 5 K^rffiV>T^»J2 3 0 fcRIfllK: 
20 *QsJffiU *JBflS-&*& 1 • 9 0 m g £#fe 0 
MS Ve (ESI) 559(Mir-CF3C00H) 

Ifcffll 2 3 2 . 2- T7- (2-^^) -1- (2-^7;^;V) - 
6 _^-^y_ 8 - (tr^9^-l->f/^) -6. 

-2 — r/v^-=¥^] b'J7;^p^t 

25 mmm 230 fcsswt, 3-tKp y ^v- 2 -*;v#ytr 5 K©tt 
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m 2 . 1 5 m g &#fc 0 

MS w/e (ESI) 505(Mir-CF 3 C00H) 

$ttM2 3 3. 4- [7- (2-Z??-~M - 1 - - 
6-^y-8- -6. KP- 1H-/P V 

mmm 230 i<:*5v^-r, 3 - 1 kb*^ y 2 -*;^yi7 5 K<^n 

frt? 4-t KP^£S#^£fflV^^I»J2 3 0 fcPHl^Il, t^lB^ 

3 . 7 4 m g Sr#fc. 
MS (ESI) 524(MH + -CF 3 C00H) 
10 $112 3 4. 2- T7- (2-^~A0 -1- (2-V7^^) = 
fi -^-^y-8- (fcT^S^-l-WAO -6, 7-i?l:KP-lH-^V 

Sltfcfll 2 3 O J£*5V>T, 3-t Kp*^P 2-#A^ , /i7§ K©ft 

fc> 0 if- y ^-/vr 5; KSrffiv>"C^»J 2 3 0 b PiUML, *B^-&4Sf 3 . 

15 7 4mg%#fc 0 

MS (ESI) 523(MH*-CF 3 C00H) 

Ili2 3 5. 2- T7- (2-^^V) -1- (4-V7;^^V) - 
6 -^y- 8 - (tr^9^V-l->f/U) -6. 7-'^KP-lH-^V , 

20 a) 4- [7- (2-^^/V) -2-^PP-l- (4- ^7;^'» -6 

4- [7- -2-*t*v-6-**y-6, 
IH-^y X-8--f/V] fc^^^V- l-jfr/HflfSfe t-^x^f;H 
25 OOmgSrN, N-^f^A75 Fl. 2ml|«U 4-i^7^<y 
^CY/f F9 7mg, »!)^A6 8mg«:Mfc. ^mfcT 4 B#W&# 
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1 m g £r#fc 0 
^-NMRCCDCIS) 

5 6 1. 49 (s, 9H) 1. 84 (t, J=2. 5Hz, 3H) 3. 43-3. 47 (m, 4H) 3. 59-3. 63 (m, 4H) 

4. 94 (q, 2. 5Hz, 2H) 5. 53 (s, 2H) 7. 42 (d, J=8. 0 Hz, 2H) 7. 62 (d, J=8. 0 Hz, 
2H) 

h ) 2 - T7- (2-^^/y) -1- (4-V7;^V^) -6-^-^ry-8 

- \-<4)V) -6, 7-^tKP-lH-/!) y-2W^ 

4- [7- (2-^^=/V) -2-^PP-l- (4-^7;^^) -6 
_^y_ 6> 7 -i?tKo-lH-^!Jy-8-^;V] l-*/!" 
tfl/m. t - ^x^f /V 1 2 m g Sr 1 - ^ f 2 - P 3 0 . 3ml 
tyW5Kl0mg, »U!?A10mglrJPi, 1 0 Otic 

^avf^77^ (Tir h= h V A*- tK^SWB (0. l%h'J7;Vto 
@fcS£^T) <&rJ^fc 0 ) t-TiltSSb, ^|B^#)6. 6 9m g r#fc. 
MS (ESI) 523(MH + -CF 3 C00H) 

20 mmm2 3 6. 7- (2-^-^) -1- u— ^y/^ysw -e-a- 

-6. 7-v?fc Kg-IH-^U >--2-;fr 

4- [7- (2-^^-— /i^) -2-^pn-i- (4-^7;^;v) -6 

_^y_ 6> 7-5?tKP-lH-7!Jy-8-'fA'] tV*???^- 1 -tfA' 
25 tf^Ifc t -7*f ;H^f/V 1 2 m g ^ 1 - ^ 2 - I^ 3 n*y O . 3ml 
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(t± h v/v-7^m^mm (o. i % h y y/^^mm^) sr^v^o 

Tti U Mmk&M 3 . 8 7 m g £r#fc 0 
5 MS a/e (ESI) 413 (Mlf-CFjCOOH) 

^3feffll2 3 7. 4- [7- (2-^^;v) -2-^f;^;V77=;v-6- 

(fc°^7^- 1 — <AA -6, 7-i?t: KP^y V- 1 -^T/V^ 

4- [7- (2-^^=/V) -2-^Da-l - ( 4 _^ T y^< i /^ / ^) _ 6 

2}?^ t - ^f/Vx^r^ 1 2 m g 1 f 2 - f n y 0 . 3ml 
*^A'*W7*> (3 0%, *?J—)VW®) 20 M U ^#!/ 

!?Aiom g ii:in^ 5 ot;tt2 ^wm^bfco MJ^^lN-^m^iP^s 

»fi (o. i%hy7^ct^^) zm^fro) ictsmku MMb&me: 

6 9 m g ^#fc„ 
MS Ve (ESI) 434(MH + -CF 3 C00H) 

^jfeffll 2 3 8 . 2- f7- (2-^— -1- ( 3 - iXT 7 ^O-^/V) - 

20 6-t^y-8- (tr^9^^- 1 -6. 

- 2 — ^yyr g_J> by ~7;vjrv^mM. 

a) 4- [7- (2-^xyM -2-^PP-l - (3-->-T>^<V^) -6 
25 4- [7- (2-^=/V) -2-^nt3- 6-^"^y-6, 
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OOmgSrN, N-^f;V*MT5 Kl. 2ml«U 3-^7^^ 
*?)V?xi •?<<( K 9 7 m g , Jfefifcfr !)^68mg &Mx-tz. 0 MUKX 1 2 B#W8& 

ffiMfeftffiU aaEtr^y^^^n-r f^7^- m-ClWtU ««Bfls£"* 
5 7 1 m g £r#fc e 
l H-NMR(CDC13) 

S 1.49 (s, 9H) 1.84 (t, J=2. 5Hz, 3H) 3.43-3.47 (m, 4H) 3.59-3.63 (m, 4H) 
4.94 (q, 2.5Hz, 2H) 5.53 (s, 2H) 7.42 (d, J=8. 0 Hz, 2H) 7.62 (d, J=8. 0 Hz, 
2H) 

10 b ) 2- [7- (Z-Zff'-AA -1- (3-^V7;^» -6-^y-8 
- itts-l — <Vv) -6, 7 - i^b Kp - 1 H-7 y ^- 2 - -f ;vt=ar 

4 _ [ 7 _ (2 -^^-^) 1 - (3-^T/^<^^/V) -6 

15 t-7f^x^l2mgS:l-^;V-2-lfan*V0. 3ml 

fc»«IU f-y^/VT^ KlOmg, y 1 Omg^Bt 1 0 0 'CI- 

TS H$fH8£#UfCo OTl'lN-I^ePi, ««xf^|tT»fflLfc. 

^c-7h^77^- (T-fe h~ h y/v-zK^KrtS (o. i%bP7;vtP^ 
20 E^fif) SrfflV>/t 0 ) l-T^U aBBflS-ft*8. 7 6mg*ffc. 
MS w/e (ESI) 523 (MH + -CF 3 C00H) 

3Mfcgy2 3 9. 7- -1- (3 ->7;^» - 6 

^y_ 8 _ (^^^^-x-^yy) - 6 . 7-^bKP-l H-7F/-2- 

25 4- [7- (2-^=/V) -2-^PP-l- (3-*/T/^^) ~ 6 
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t -^^x^f l 2 m g il: 1 - ^ f 2 - If P y h> 0 . 3ml 

5 (T-fe h= hVs\s-7km®mte (0. l%hV 7;^Dft^f) fc^fcj iz 
U MfE^^ 4 . 9 6 m g £#fc 0 
MS Ve (ESI) 413(MT-CF 3 CO0H) 

mmm2 4o. -1 - (2-^-^) - 2 - (t^^^-i-^w) -7/ 

a) 4- f7- -2-^P-6-^y-i- f3- I 

^J9 5a-C#^fc4- [7- -2-^pn-6-^ 
15 y- 6 , 7-i;tKp-lH-7!Jy-8-^] t <>^^_ l 

t-^f;n^f^2 0mg, 2- ( 3 -^n^cr rhytKct'y 
y20 " **»*y^2 0mg, N, N-^f/l/*/VA7 5 KO. 2 

s:7jc«fe x ^ikm^m^(Dmmm^tc 0 mmitmmf wYy??^- (70% 

'H-NMR (CDC1 3 ) 

5 1.49 (s, 9H) 1.50-1.81 (m, 6H) 1.83(t, J=2Hz, 3H) 2.06 (quint, J=7Hz, 2H) 
3.38-3.62 ( m , 10H) 3.80-3.90 (m, 2H) 4.34-4.47 (m, 2H) 4.59 (t, J=3Hz, 1H) 
4.92 (q, J=2Hz, 2H) 

25 b) 4 ~ Li_Z (2-^^yW) -9-^V-l. 7 . 8. 9 -^h^T^> 
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4- [7- -2-^nci-6 -^y- 1 - [3- (<rh7 

tKnt?7>'-2-^m^) 7°t3tVV] -6, Kct-lH-7°y 
-8— f/V] t-^xxf/VSmg, oi^y 

5 — ^0. 2 m 1 % M^4<^^7 h/l^n^/l^ft^— 7k^<Dm^^m.-(J 4 

I3mg £#fc 0 
10 'H-NMRCCDCl,) 

5 1.48 (s, 9H) 1.82 (t, J=2Hz 3H) 2.18-2.26 (m, 2H) 3.37-3.43 (m, 4H) 
3.56-3.62 (m, 4H) 4.07 (t, J=6Hz, 2H) 4.43 (t, J=5Hz, 2H) 4.88 (q, J=2Hz, 
2H) 

c) 1- -2- -7. 

16 -1H, 6H-5-^-^r- 9-- 1. 3. 4, 8 a — y h JT^S? u^Ll/f fbl 

4- [1- ( 2 -^=/k) - 9 _^y_ 1> 7j 8 9 _^ Y?T*f*/9 
V^O-* [b] ^^l^^-^/V] f^^- l-*M,#^gfc t-^ 
;H^7^3mg, MJ7/Wtng^iO. 5m 1 <£^-a^£^?fi2 0#»#Lfc 
20 ftttJg Lfc 0 2§}5££ 20-50 -)V/ 7 ^ (0.1 %igJ£m) V ^ 

'H-NMR (DMS0-d6) 

5 1. 79 (s, 3H) 2. 08-2. 16 (m, 2H) 3. 27 (br. s, 4H) 3. 44-3. 54 (m, 4H) 3. 90 (t, 
J=6Hz, 2H) 4. 38 (t, J=5Hz, 2H) 4. 94 s, 2H) 9. 02 (br. s, 2H) 
25 ^2 4 1. 1- -2- (fcy^^-j-^) _ 6r 

7-^KP-1H-S -^f-l, 3, 4 , 7a-f l>7Tf- S -^y^ 
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5 'H-NMR (DMS0-d6) 

8 1. 80 (s, 3H) 3. 27 (br. s, 4H) 4. 19 (t, J=8Hz, 2H) 4. 70 (t, J=8Hz, 2H) 4. 94 
(s, 2H) 9.06 (br. s, 2H) 

Sfe1ifeM242. 8- (3-7$;^g ^-l-^) -7- (2-^~ 
-1- (2-v7;^^) -e-^v-e. 7-e?bKPlH-yP 
io ^-2-^/v^^ LiL± EMjj 

2 6 m K gim^^/V 3 0 0ml <DW&m\^ zk^T* n * XVkO'l?*' (30% 

15 h/voi^^) 88 g ^3 o^>^xmr^o^m^^^xyfmo^m^s 

am-^* ;-;l/2 0 0mls 5 */Mc«Mtrf- b V t> AtKM^ 4 0mlSrMS 

m-c-nfem^bftio Bumtrwm^s a^7K2oomi^n^, t 

mtmm 30. 9 g *mc 0 
^<Dmm3 0 gx i??~~^v >mrs?}*2 4. 5mK hjs^r^yi 

5. 9ml, t -^y-/W2 5 OmKOM^Stl. 5I*W1»»U & 

25 ;v-7KT-ttt±k ^ji^^v^mTK^ b y 9 ^wm> Ttk^x-mQ-km.Jkxm 
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trV-^ftffiMi XMfttti&b 2 1 . 4 g £#fc 0 
^-NMRCCDClj) 

8 1. 43 (s, 9H) 1. 48-1. 92 (m, 4H) 3. 20-3. 80 (m. 5H) 4. 58 (br. s, 1H) 5. 13 (s, 
5 2H) 7. 26-7. 40 (m, 5H) 

b) t^g S?y— 3— ^/lOfr/W*S S^Mfe t — ^^vVji^tW 

3 - t h ^v^^^/vr ^ y tr V 1 *<is*?a,x. 

^f;H 0 g> 1 0%^9 5?^^IK*5 0 Omg, ^9 A>1 0 0ml tf>2S<a* 

10 TWflaft;^ 6 . o g &#fc 0 

^-NMRCCDClj) 

6 1. 44 (s, 9H) 1. 47-1. 80 (m, 4H) 2. 45-2. 60 (m, 1H) 2. 60-2. 75 (m, 1H) 2. 75-2. 90 
(m, 1H) 3.05 (dd, J=3Hz, 12Hz, 1H) 3.57 (br. s, 1H) 4.83 (br. s, 1H) 

c) n- [7- (2-^^/V) -2. 6-^PP-7H-/!)'/-8->f/H 
15 If^U W- 3->f7V] gjWigJrlM t -^/Wn^TVV 

7- (2-^=/V) -2, 6, 8- h P ^na-7H-7'!J 2^1. 25g, 

!);H0ml.CH»lin?10»f, MJ^/VT^VO. 63ml* 

gl^Sr t -Zff-fr* T-jV^—TtV-^SrWZifc&fc U «1&fb#* 1 . 7 9 g 
^-NJfiKCDCla) 

S 1.43 (s, 9H) 1.60-2.02 (m, 4H) 1.83 (t, J=2Hz, 3H) 3.32-3.41 (m, 1H) 
25 3.42-3.52 (m, 1H) 3.67-3.76 (m, 1H) 3.80-3.91 (m, 1H) 4.76-4.90 (m, 3H) 

d ) [ x - [ 7 - - 2-^PP-6-^y~6, 7-*JK Kp 
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-iH-/yy-8-^^] 3-^] ^jw<^ >-m t-^/v 

Cl - [7- (2-^=/k) -2, e-^on-TH-T'y ^-8->f/K] 

t'^u^y- 3 — r/v] >^ t -^^vk^-tvh . 7 9 g , g^-*- 

5 h!7?Al. 0 g, ^^^^^r^Kl 8m 1 ©jR-g^S: 1 2 O^C©^^ 
3R#mnfM#Lfc„ ifc^k^U K/«^7kl 8m 1 ^P^M^^L 

1 . 5 9 g <Sr#7c 0 
1 H-NMR(DMS0-d6) 

10 5 1.39 (s, 9H) 1.34-1.88 (m, 4H) 1.78 (s, 3H) 2.81 (t, J=llHz, 1H) 2.95 (t, 
J=llHz, 1H) 3.48-3.60 (m, 2H) 3.64 (d, J=6Hz, 1H) 4.90 (s, 2H) 6.94 (d, J=8Hz, 
1H) 

e) [1- [7- (2.--?=f-=-)V) - 2-t VT2- 1 - (2->7;^;V) - 
6-^y-6, 7-j?bKP-lH-/yy-8-^f;V] b^<y i^-3-^ 

15 /v] # ^ i/Wk t — ^f;vx tvv 

[1- C7- (2-^=/v) - 2-^nn-6-^-^y- 6, 7-^fcK* 
-lH-7"!)y-8 — i;v\ e^y^y-3-^;v] x—'ff-A' 
c^^^HOOmg. tfi^cj^H^ y 6mgs 2 - J \?;VZ?n~?s( 

K 7 0 m g > N, N- v 5 ^ f;^/V^7 ^ K 1 m 1 OM^Ilt 5 ^P^JS# 

'H-NMRCCDCls) 

5 1.44 (s, 9H) 1.59-1.81 (m, 2H) 1.83 (t, J=2Hz, 3H) 1.86-1.94 (m, 2H) 
25 3. 20-3. 50 (m, 3H) 3. 66 (d, J=7Hz, 1H) 3. 86 (br. s, 1H) 4. 88-5. 06 (m, 3H) 5. 72 
(s, 2H) 7.06 (d, J=8Hz, 1H) 7.38 (t, J=8Hz, 1H) 7.51 (t, J=8Hz, 1H) 7.70 (d, 
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J=8Hz, 1H) 

f) fl- T7- (2-7^-^) - 2 -v-T7 - 1 - (2->7M^) - 
6 -^-dry- 6 , KP- lH-^y f 

5 [l- [7- -2-^dp-i- (2-Vr;^;v) - 

6-^y-6, 7-^i: Kn-iH-^y ^-8 — f/u] tf^y^y-3 — f 

/V]#./W^ ^ ;xS£ t — Zf^/^^^T/^ 15mg, isT i^-fti-^- MJ!>A20mg, 
N, N-^f;V*;VAT^ KO. 2m 1 <DW&%0'&'£MrC Z B#IW»#Ufc 0 ^ 

10 5 0 ^oWm^f-^X^^^M^W-m ^ n-v- h^77^f- (3 

ist, *i&fb#«j io. 3 m g &mtc 0 

l H-NMR(CDCl 3 ) 

5 1. 44 (s, 9H) 1. 52-1. 98 (m, 4H) 1. 81 (t, J=2Hz 3H) 3. 24 (dd, J=7Hz, 12Hz, 
1H) 3.30-3.40 (m, 1H) 3.46-3.56 (m, 1H), 3.72 (d, J=12Hz, 1H) 3.86 (br. s, 
15 1H) 4.86-5.10 (m, 3H) 5.73 (s, 2H) 7.00 (d, J=8Hz, 1H) 7.42 (t, J=8Hz, 1H) 
7.54 (dt, J=2Hz, 8Hz, 1H) 7.73 (dd, J=2Hz, 8Hz, 1H) 

g) 8- (3-T3,/ -7 - (2-Zf?-—;V) -1- (2 

-i/7;^y^;v) -6-^-^y-6. 7-^KPiH-^!Jy-2-^ 

20 Cl- C7- -2-*/TS-l- (2-i/7/^) — 

6-^y-6, 7--^ti Ko- 1H-^P >-8 V'V- 3 — f 

/V] 5; ^ t -^/l^^vvV 10. 3 m g N by ^A-^ng^ 0 . 2 

mlO^Sr2 0»bfco RiSSRSrWIfcU jg^20-8 0%^^/- 

(o. i%a^m) »fflv^»7A^o^ h^^HtiHU 

25 mmt^-ms. omg<M#fc„ 

'H-NMR (DMS0-d6) 



WO 03/104229 



PCT/JP03/07010 



235 

8 1. 60-1. 74 (m, 2H) 1. 79 (t, J=2Hz, 3H) 1. 88-2. 03 (m, 2H) 3. 14-3. 28 (m, 2H) 
3.42 (br.s, 1H) 3. 52 T 3. 82 (m, 2H) 4.98-5.12 (m, 2H) 5.58 (s, 2H) 7. 26 (d, 
J=8Hz, 1H) 7. 53 (t, J=8Hz, 1H) 7. 66 (t, J=8Hz, 1H) 7. 93 (d, J=8Hz, 1H) 8. 16 
(br.s, 3H) 

6 Hffiflil 2 4 3 . 2- [8- ( 3 -T $ J ^ J 1 -4 AA -7- (2- 

[1- [7- - 2 a a- 1 - (2-V7;^^V) - 

7-i?fcKp-iH-^r/-8-^;H tr^y^-3 — r 

10 /V] #/W* 5 t -^^Vlo^TVV 15mg, M7kl%fflt3} ^^20mg, 

^^;vO. 2ml©»^«r3l$IW«#L;fc. ^T, *tt«24 2 f g) 

'H-NMR (DMS0-d6) 

5 1. 58-1. 72 (m, 2H) 1. 84-1. 94 (m, 1H) 1. 96-2. 04 (m,. 1H) 3. 08-3. 20 (m, 2H) 
15 3.36-3.70 (m, 3H) 3.90 (s, 3H) 4.90-5.02 (m, 2H) 5.32 (s, 2H) 7.20 (d, J=8Hz, 
1H) 7.47 (t, J=8Hz, 1H) 7.63 (t, J=8Hz, 1H) 7.87 (d, J=8Hz, 1H) 8.12 (br. s, 
3H) 

$ttW2 4 4. 8- ( 3 -T^/V^Vi?^- 1—**) ~7- (2-^- 
;V) (2-7^^-Ay^AA -6, 7-i?tKP-lH-^ 

20 V >— 2 —3jjU7$~ h y )V jflflfejft 

a) f 1 - [7- (2-^^/V) -2-^PP-6-^y- 1- (2-7x^ 
;V3i^V) -6, 7-^KP-lH-^gy-8->fA'] 

25 ai<?vv<^i£ ^^fflV>TH^J2 4 2 e) £ HUHKl-a-fifcLfco 
'H-NMlKCDCla) 
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5 1.44 (s, 9H) 1.58-1.80 (m, 2H) 1.83 (t, J=2Hz, 3H) 1.86-1.94 (m, 2H) 
3.00-3.06 (m, 2H) 3.20-3.50 (m, 3H) 3.60 (d, J=12Hz, 1H) 3.85 (b. s, 1H) 
4.42-4.48 (m, 2H) 4.88-5.04 (m, 3H) 7.02-7.34 (m, 5H) 

b) 8- Q-T^/^y^^-l-^/V) -7- ~ 6 -3r 

5 d^y- 1 - -6, 7-^KP-lH-^y y-2-» 

[1- [7- -2-^PP-6-^y-l~ (2-7*~ 

/vji^v) -6, Kb - lH-^y tr-^y^>—3-> r 

Xsu/S^^m t--f^-)V=^^y-)V^m^^X^ ^Jg^J24 2 f N g) felEQflt 
10 fc-g-fifc Ufc 

'H-NMR (DMS0-d6) 

5 1.60-1.72 (m, 2H) 1.83 (s, 3H) 1.88-2.06 (m, 3H) 3.04 (t, J=7Hz, 2H) 
3. 35-3. 60 (m, 2H) 3. 75 (d, J=12Hz, 1H) 4. 35 (t, J=7Hz, 2H) 5. 09 (s, 2H) 7. 18 
(d, J=7Hz, 2H) 7.22-7.34 (m, 3H) 8.16 (br. s, 3H) 
15 ^2 4 5. 8- t'^y v^-1 — f/H -7- (2-!7^~ 

;V) -2-^h^i^-l- (2-!7 3i^l^5vl0 -1. T-^tKP^ily- 

[1- [7- (2-^=/V) -2-^nn-6-t^y-l- (2-7^^ 

;V^?V) -6, 7-^tKP-lH-^!)y-8 f/W] fcf^y^-3 f 

20 ^] Jfr^w^VHfc t -^/V^^^V^fflV>T % HJikM2 4 3 tiililMU 

'H-NMR (DMS0-d6) 

5 1.56-1.72 (m, 2H) 1.80 (t, J=2Hz, 3H) 1.84-2.04 (m, 2H) 2.85 (t, J=7Hz, 
2H) 3.08-3.18 (m, 2H) 3.34-3.54 (m, 2H) 3.64 (d, J=12Hz, 1H) 3.83 (s, 3H) 
25 4.15 (t, J=7Hz, 2H) 4.88-5.02 (m, 2H) 7.16-7.24 (m, 3H)7.29 (t, J=7Hz, 2H) 
8.09 (br. s, 3H) 
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mmm 2 4 6. 


8- (3-T5 7t°^ 


y 


1 




-7- {2-7?-— 


;v) -l- (4- 


-6 


-tf-^y 




6, 7- 




>— 2 -#/V2j?:= 












a) [1- [7- 


(2-^=/V) -2- 




1 


- (4- 






7-v^t Ktt- 1 H- 




8 







HiM2 4 2e) T?, 2-VT/^<^^^nW KOftfc •) ^ 4-*/7/ 
sOrVjVfwJ K»t»6fll2 4 2 e) fclTOl^ffcUfc. 
'H-NMR^DCls) 

10 6 1.44 (s, 9H) 1.58-1.80 (m, 2H) 1.82 (t, J=2Hz, 3H), 1.85-1.95 (m, 2H) 
3.18-3.26 (m, 1H) 3.29-3.37 (m, 1H) 3. 40-3. 48 (m, 1H) 3.65 (d, J=12Hz, 1H) 
3. 86 (br. s, 1H) 4. 86-5. 04 (m, 3H) 5. 22 (s, 2H) 7. 41 (d, J=8Hz, 2H) 7. 62 (d, 
J=8Hz, 2H) 

b) 8- (3-7$/^y^/-l-^^) -7 - {2-ZfJ-~M -1- (4 
15 -V7/^^) -6-t^V-6, 7 -^b Kp 1 H-^'J y- 2-^ 

[1- [7— (2~:7^=W) —2—?vv— 1 - — 

6-^-^y-6, 7-^t Kn- iH-yy ^-8 — <vki t°^y^^-3— r 

A'] *^5yft t -7f /H^^fflV^, 4 2 f , g) tHHH 

20 L/C,, 

'H-NMR (DMS0-d6) 

5 1.62-1.72 (m, 2H) 1.80 (s, 3H) 1.88-1.96 (m, 1H) 1.98-2.06 (m, 1H) 
3.16-3.26 (m, 2H) 3.41 (br. s, 1H) 3.50-3.80 (m, 2H) 5.07 (s, 2H) 5.49 (s, 
2H) 7.49 (d, J=8Hz, 2H) 7.85 (d, J=8Hz, 2H) 8.16 (br. s, 3H) 

25 mmm2 4 7. a- is- p-r^/tr^y^-i— -7- (2- 
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[1- [7- (2-^=^) -2-^do-1- (4-^7;^/^)' - 

5 fc 0 

J H-NMR (DMS0-d6) 

5 1.58-1.70 (m, 2H) 1.79 (s, 3H) 1.84-2.04 (m, 2H) 3.08-3.20 (m, 2H) 
3. 36-3. 70 (m, 3H) 3. 89 (s, 3H) 4. 88-5. 02 (m, 2H) 5. 22 (s, 2H) 7. 39 (d, J=8Hz, 
2H) 7.79 (d, J=8Hz, 2H) 8.14 (br. s, 3H) 

10 ^2 4 8. 2- [8- 3?^- 1 — ±M ~7~ (2- 

^ l-p<^V-6-^y-6, 7-j?t Kp-1H-^!)^-2- 

a) [1- C7- (2-^^/V) -2-^PP-l-^f;V-6-t^y-6, 

7--^t: KP-lH-/y >--8-^7V] fc^U^-3 <>V\ ^jWj£J^ 

15 t -^^ylo^TVV 

[1- [7- (2 -^-/V) -2-^PP-6-*= 3 f-y-6, 7-^t Kn 
-lH-^!iy-8->f^] f^U^-3-^/V] Vgfc t— 

114/t K ^Sfe* !J?A2 9 9mg %M7Ltc 0 ifil-"C 3 0#-»#^ RjtSIK 
20 C40ml 07K^*n^fc„ 0#M»#«, &fetfcHM&S:5S'Jx #b*Lfc 

'H-NMRCCDCIS) 

6 1.44 (s, 9H) 1.72-1.94 (m, 4H) 1.81 (t, J=2.4Hz, 3H) 3.16-3.92 (m, 5H) 
3.72 (s, 3H) 4.91 (dd, J= 17.6, 2. 4Hz, 1H) 5.01 (d, J=17. 6Hz, 1H) 

25 b) 2 - [8- (3-7$;^y^-l — IVV) -7 - (2-^^/V) -1 

-p<?vt'-6-*-*fry-6. 7-^Kp-iH-yyy-2 — r/v^-^'V] ^ 
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[1- [7- (2-^—^) -2-^op-l-^f;v-6-^y-6, 

7 _^ t Kd-iH-T'yy-s-'f^] tr^y s^— 3 ->r/u] ^w^-fH 

5 Kl Omg, £tM#y !7^1 OmgSrMs 10 0t)l:T2W$' 

#l_7c 0 BU&MLK. 1 N-itt»«:JtI*.s B»x^|ETaWtfc. *$IJf «*§U 

77^- (Tir h= h y /v-zMWMS (0. 1 % h y 

10 MS (ESI) 436(MH f -CF 3 C00H) 

IM2 4 9. 8- (3-T^y V^Wls-l-stAr) -7- (2-!7*^~ 

=. h y /u h y zzk±glEl^ 

[1- [7- (2-^^/W) -2-^no-l-yf;V-6-^y-6, 
15 7- 5?fc Kn- lH-^y — i ?V\ fcV<y 4?^— 3 -^/V] Jjjv^* ^Wt 
t -zf=?->v^x*r;vi Omglrl 2 -Mn V K^O. 3m 1 fc^fl? W 

i/TWbthy^^lOmgSriH^ 6 0X:KX2 l%ffltimV1iLo RJ&Wifc IN 

20 hP/i'-jfcaWMWS (0. l%hU7;vto^f) S:fllv>fc 0 ) fcTflfiKU 

SflBfl^* 3 . 6 7 m g Sr#fc 
MS (ESI) 326(MH f -CF 3 C00H) 

gglifgflil 2 5 0 . 8- (3-T5/ bf^y v^-l-^7V) 

7- (2-^^7V) - 1 -**f-)l>- 1 . 7-^Ko7!)y-6 
25 -^-V f 1) 7;^P^iH 

[1- [7- (2-^=^) -2-^on-l-^f/V-6-^y-6, 
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7-^tFn-lH-/yv-8-Y/V] tf^y i?ls— 3-4 M i/^ 
t-zf^/^^T^l 0 nig Sri -^^-2-t°ci y KVO. 3ml ^#PU 

(r-fe h= h v *-7k%k&w>te (o. 1% h v ■? 7v*xim-wt% 

Zm^tCo) MT!|*$&U $Ii2<ffr£^5. 0 0mg£r#fc„ 
MS Ve (ESI) 389(Mir-CF 3 C00H) 

mMM2 5 1. 8- (3-T^/b"^y^^-l-^/V) -7- 
10 /V) -2-^ 1 -pt^/W- 1. 7-^tKP^g^-6-ty hP^ 

[1- [7- (2-^=/V) -2-^nn-l-^f;v-6-^y-6, 

t -yf/vx^r/i' 1 0 m g ^r^ ^ ; -/V 0 . 6mlCllU Tfc^t:^- h V V 

i % h y ^;*-^m^r) sr^fc) m-cttjau mmk&yn 2 . 1 4 m g & 

20 MS Ve (ESI) 331 (MHr-CF 3 C00H) 

$li2 5 2. 8- (3-T^7 ^y^^-l—f/V) -7- (2-?^~ 
/V)- 2-^x^7^ /- 1 1. 7-S?fc Fv^Vls-e-*^ b 

y 7;i/tPP^fi 

[1- [7- (2-^^V) -;*?vV- 6 

25 7-^tKn-lH-7Uy-8 — fAO tf'<!J^y-3-'f;i'] ^ 
t -T^w^tvH Om g Sri -^^-2-^*3 y bVO. 3mll::$^?U 
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5 -ffr£& 2 . 1 7 m g 3r#fc 0 
MS Ve (ESI) 372 (MH + -CF 3 C00H) 

tMJ2 5 3. 8- (3-T$y ^y ^^ -1-^^) -7- (2-^^ 

io mmm 2 5 2 -e, ^x^vr 5 ^©ttfc 9 ^ trn y j?y*rJ8v^36i« 2 5 
2 IrUH^S U «lBffc£4fo 1 • 9 4 m g £:#fco 
MS V* (ESI) 370(Mlf-CF 3 C00H) 

^1ife^l2 5 4. 8- (3-^^VT^ / fcV*ys?^- 1 —Y/V) -7 - (2- 

y^- /V ) -i-^^v-e-^y-e, Pp- i H-^y ^- 2 - 

15 £7Vgj=Jby_2k jftifeitt 

3 _ t _^ ]. dr^ 7 v^=7VT ?;^!) S^- 1 ^^/Vcn 
X<TJV3. 3 g> a^f/I^O. 7 5mK N, N-^f/W^7 5K2 
20 0ml oS^lu, ^^M-C-tR^-^ h y (60 %»H4) 0 . ' 4 g 4riB 

«wwbjcftv>, ^* f * a xm.tMk.mm u fc G ^10-20% 

0 4 g <D?ft^Sr#feo - £ / 2 0ml, 10 5? 9 Jfc* 

taBfl^ 1 . 8 2 g £r#fc 0 
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'H-NMRtCDClj) 

5 1.46 (s, 9H) 1.48-1.64 On, 2H) 1.72-1.84 (m, 2H) 2.43 (dt, J=3Hz, 12Hz, 
1H) 2.60 (t, J=12Hz, 1H) 2.75 (s, 3H) 2.74-3.02 (m, 2H) 3.86 (br. s, 1H) 
M NT — n- T7- {2^7±~M -2. 6-^PP-7H-/ !)y-8 

7- (2-7^-^) -2, 6, 8-hy^n^-7H-yy>-i> V^V i? 
10 'H-NMRCCDCl,,) 

5 1.48 (s, 9H) 1.70-2.02 (m, 7H) 2.83 (s, 3H) 3.00 (t, J=12Hz, 1H) 3.14 (t, 
J=12Hz, 1H) 3.96-4.25 (m, 3H) 4.80 (s, 2H) 

r.) N- fl- [7- (2 -2-^PP-l-^f/V-6-t ^y 
_ fi| 7-i^t:KP-lH-^'Jy-8-^/V] fcVQJv^-3 — T/V] -N- 
15 * ^/Vt) /W< $ t - rff-JV^- 7s 7VV 

N- [1- [7- (2-^=/V) -2, 6-v ? ^t3Ct-7H-7 p y V- 8 - 

5 8 0 m g , mm-T MJ^315mg> V* r*W**t 9 S K 6 m 1 <Ojft#«J 

N- Cl- C7- (2-^=/V) -2-^an-6-^y-6, 7— 5>fcK 

£ t-^f;H^f;V4 2 0mgSr#fc, r©H©100mg, 3$"fbp*?- 
25 /VO. 1 7mU«*WI#P^4 8mg,N, 5 KO. 
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^-^(CDCls) 

5 1. 47 (s, 9H) 1. 62-1. 74 (m, 1H) 1. 81 (t, J=2Hz, 3H) 1. 82-1. 96 (m, 3H) 2. 82 
5 (s, 3H) 2. 86 (t, J=12Hz, 1H) 3. 02 (t, J=12Hz, 1H) 3. 68-3. 82 (m, 2H) 3. 72 (s, 
3H) 4.20 (br. s, 1H) 4.90 (s, 2H) 

x-yf/u) -6-^-^-y-6. 7-^fcKp-iH-/'jy-2-^=hy 

10 N- [1- [7- l -^fvv- 6 y- 

6> 7-^?t KP-iH-^yy-s-^f^] tr^y s?v-3— — n— 

^VV#;W^ >Wt t JVzx.* 1 ? ^ZRl^X^lfoM 2 4 2 f , g) i: mMfc 
^-NMR (DMS0-d6) 

15 6 1.60-1.77 (m, 2H) 1.81 (s, 3H) 1.84-2.00 (m, 1H) 2.02-2.12 (m, 1H) 2. 60 
(t, J=5Hz, 3H) 3.17-3.40 (m, 3H) 3.46-3.56 (m, 1H) 3.79 (d, J=12Hz, 1H) 
5.00-5.15 (m, 2H) 9.01 (br. s, 2H) 

mmm2 5 5. 2- \i - (2-^^) s- (3-^^ 

7$/^y^y-i-^^) -e-a-fry-e. 7-^Kp-iH-/yy 
20 — 2— '{A'HrSi-i/l s<l/VT% K jgjfcife 

N — [1- [7- (2-^^=^) - 2-^Pn-l-^^-6-t^y- 

^/lOfr/W* %^>WL t -:7*9VWn;*7VU 2 0 m g N 2-tKn *?$"<Zsiy 75K 
2 Omg, j|*||»*p!>A2 0mg, N-p< 2 - If* V KVO. 3ml 

25 (Om-B-mt: 8 0 'COiffim* 4 R£fOT#Ufc„ WT^WJ 2 4 2 f > g ) t l^t- 
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^-NMR (DMS0-d6) 

5 1.69 (br.s, 2H) 1.82 (s, 3H) 1.92 (br. s, 1H) 2.07 (br. s, 1H) 2.62 (s, 3H) 
3.10-3.40 (m, 4H) 3.48 (s, 3H) 3.76 (br.s, 1H) 5.02 (br.s, 2H) 6.96 (br.s, 
2H) 7.44 (br.s, 1H) 7.91 (br.s, 1H) 8.81 (br.s, 2H) 

5 mmmzse. s- (3-7-; ^aij^-i-^v) -7- (2-^^ 

mmm 2 5 a t*. n - ^ n - ( ^ v 3 /v) s ^s* * 

10 x^f/l'^T»J2 5 4b, c % d) tmU^^t'o 
1 H-NMR(DMS0-d6) 

S 1. 81 (s, 3H) 2. 13 (br. s, 1H) 2. 32 (br. s, 1H) 3. 64 (s, 3H) 3. 74-3. 86 (m, 
2H) 3. 93 (br. s, 3H) 5. 19 (d, J=18Hz, 1H) 5. 28 (d, J=18Hz, 1H) 8. 32 (br. s, 
3H) 

15 mmM2 5 7. 2- T8- ( 3 -T $ J Mxx V 1 -7- (2- 

-r^-ju) -i-^^-e-^y-6. 7-^K P-lH-yjy-2- 

2-t KP^V^r^ K«rfflVvC£36i0IJ2 5 5.2 5 6 i IH«^/?fcb7to 
^-NMlKDMSO-dO) 

20 8 1.82 (s, 3H) 2.11 (br.s, 1H) 2. 32 (br. s, 1H) 3.46 (s, 3H) 3.72-4.00 (m, 
5H) 5.15 (d, J=19Hz, 1H) 5.23 (d, J=19Hz, 1H) 6.90-7.02 (m, 2H) 7.42-7.50 
(m, 1H) 7.90-7.99 (m, 1H) 8.22 (br.s, 3H) 

g-ffiflH2 5 8. 3- {2=2±~M -2- - 5 - 

(2-/p^;v) -3. 5-^Kp^syy r4, s-d] try ^^-4 

25 — Hrf h !) 7^tPHit 
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T4. 5-dl If^^-l-ji^^Wt t 

3Sm*T»3- (2-^=^) -2- (fcV*?^- r/V) -3, 
Kn^*^/ [4, 5-d] tf U ^i?^— 4-*V MJ7/V^pM0. 4 
5 4 8 g©N, N-^^*^T5K2 0mljS«|CHJx^7§yO. 2 
9 9g, 4-Wf^75 ^ tf9 ittsO. 02 3 g, *3£tf~ 0MIS>— t 
;V0. 6 4 5 g SrJH*., 5 B^WS^ Lfc^ jjcBWfc'*- b !> 9 5 NtK^ 2 m 

i &d\\z-s mmmwvito w&wl&w&^A'Z o o m i ss&xtMikT 
>"e~?j*<Dmafrm0i i o o m i ftmrn** 1 o o m 1 -c 2 m-rt; 
10 h y ^^o^fBTK^i 0 om 1 -cjr^^u, mm^^^y^^n^s 

^■/HSW^Pf J: 9 % Stfaffc-g** 0 . 2 9 8 g Sr#fc 0 
^-NMR^DCls) 

5 1.50 (s, 9H) 1.84 (t, J=2. 3Hz, 3H) 3.41 (m, 4H) 3.63 (m, 4H) 5.06 (q, 
15 J=2. 3Hz, 2H) 8.17 (s, 1H) 9.92 (br. s, 1H) 

b) 3- (2-^^/V) -2- (V^vi?^- 1 -5- (2-^P 

-3. T4. 5-d] h 

4- [1- {2--7<?-~M -7-**y-6, 

20 y [4, 5-d] t°y^^-2 — f/H M^^-l—itA^^Wt t-zf 
f/I/x^f/VO. 0 10 gON, N — =?-;VfojVJ* T % KO. 5 m 1 ¥§-%&Kfi< 
MXV g*3it^3 — T'P^e- 1 —Zfv t°>-0. 00 3ml Sr^PX-s 

^mtf 1 O^PWSl^Ufco BM?«H:iWl3i^/H m 1 , 7k 1 m 1 SrJRx^b, 
^TflWB^aiJNIURaESr^op^^^O. 5 m 1 *5 J:^ b V 7^*pffll0 . 5 

25 ml|c*$U lBSMBHWfcblfcgU i«lfc, a^^tB^iiSii^^c 3 ^ 
77^- (Tir h !J A—zK5M£lMB (0. 1 % h 5 7;i/tP»i^t) Srffi 
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v^co) fc-OHMKU mmit&too. 0 l 1 g£#fc 0 
MS (ESI) 311.29(Mir-CF 3 C00H) 

$1^12 5 9. [3- [2^lZ±~M ~4-t^y-2- (tT^^- 1 
-3, T4, 5-d] bTJ T 

5 -e h~ h y h y y/ioj-gfEBfcffi 

4- [1 - -7-^y-6, 7-^tKo-lH--f^ 

3/ [4, 5-d] tf!)m-2 — <JV] M^^-l-fJ/l-^m t-7 
7-/V^xT*&£.X$7v*:T-Z b= h V fr&m^xmfcmz 5 8 b 

10 US (ESI) 312.28(Mir-CF 3 C00H) 

mffiM26 0. 3- (2-^^7V) -5- (2-tKP»V af^ -2- 
(^^v^V-l-^/V) -3, 5-^tKP>fS^ C4, 5-d] try^i? 

15 y [4, 5-d] t;°y 2--T/V-] tV*?^!'— 1 — iM<tflsWt t -Zf 

?-jV^* ; T>V&£.Xf-2-Zfu*:^? /WSrffiV^T^li^J 2 5 8 b IHtH^S 

MS Ve (ESI) 317. 30 (MH*-CF 3 C00H) 

mkm 2 6 1. 3 - ( 2 -zf*~M - 5 - ( 2 - 2 - (t? 

20 ^7^^-1-^/W) -3, 5— 5?fcKP>fS^y [4, 5-dl fcfy^^- 
4 h y y/Uot-qjEMfeffi 

4- [1- {2-7*?~M -7-^y-6, Fn- 1H — f ^ 

y [4, 5-d] t°y ^v-2--f/v] ^7^y- 1 t -y 

^/Voi^^;v^J;T^y'ci^e^^/w^^V3i--7 i /i'SrffiVN-Cllife^!l2 5 8b bMW. 
25 ^fB^^^r#fc 0 

MS Ve (ESI) 331.32(Mir-CF3C00H) 
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mmmi2 6 2. ra- (2-y^^) -4 -^y-2- (e^y^-i 

-SfiA -3. 4-3?b KP^S^V [4. 5-dl tf!)^ y-5^/V]S 
4- [1- -7-t^-y-6, kp-ih— r ?y 

5 y [4, 5-d] t-y* 

^^^^x/^*3J:tJ ? yp :: e^^/^Mv^T^jliS^J2 5 8b fcHiMIL, 

MS Ve (ESI) 359. 13 (MlT-CFaCOOH) 

mmm 2 6 3. 3 - ( 2 zl7±~M - 5 = ( 2 -y*=^^?-*0 - 2 - Lg 
10 ^-y^-i-^/v) -3. C4. 5 -di i^ym- 

4 -a-^ j 77v^-pf^^^ 

4- [1 - (2-y^~A-) -7-^y-6, Kn-lH-^f^ 
y [ 4j 5_d] \£V jfi?:/—2 — f/v] tr^^^v- 1 — t-y 
^vvo^-TvKisJ;^ (2-7'P ; E-3i^V) ^<^if^^V^-C^J£^J2 5 8 b tlH 

15 ti^it, umit^^-fto 

MS Ve (ESI) 377.34(MT-CF 3 C00H) 

W12 6 4. 3- {2=7±~M -5- [^Zx/il^) -2- 
(g^S^-l-^/H -3. 5-^tKP>f^/ r4. 5-d] gJLgg 

20 4- [1- (2-7^-^) -7-^-^y-6, 

,y [4> 5_d] fy^^-2 — ivv] tr^^^v-i-^*^ t-y 

^•7^^y 1 /^J;tJ ? 2-7*P i e-^^7 3i^Vm— *r;V%:m\^Xg$&&\2 5 8 b 

MS w/e (ESI) 393.32(MH + -CF s CO0H) 
25 tWJ2 6 5. 3- (2-y^/V) -5 - (2 -*-*y- 2 -7ai=vW^ 
;V) -2- (^7^-1 W - 3. KP^^ ^y T4. 5-d] 
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4- [1- (2-^=/W) -7-t^y-6, 7-^tKP-lH--f^ 
^ [4, 5-d] t°y^^^-2— t°^<7^i/-l-^^>-^ t 
=?-/i'^x<r/i'$3£Tfi2-'7v i £T± Yy*-J l/&m^xmMM2 5 8 b h mWK. 
5 ML, MfEfb-a^^fco 

MS Ve (ESI) 391. 32 (MH^-CFjCOOH) 

»J2 6 6. 3- -5- [2- (3 ai^/V) 

- 2-^-^yji^/V] -2- (fcf^v^- 1 -^V) -3, KP^f^ 
[4, 5-d] fcf V 4-^-V H)7;vtPB^iI 

10 4- [1- (2-^^/V) -7-^-=3ry-6, 7 — 3?fc Kn - 1 H--f $ ^ 
y [4, 5-d] t?y^i/-2 — f/V] fcV^^- l-#/V#V^ t-^ 

2 5 8 b ilH^^^SL, ^fE^-a-^tr^Co 
MS a/e (ESI) 421. 33 (MH + -CF s C00H) 
15 Hlglj2 6 7. 2- [3- (2-^^/W) -4—^-^-2- (tf^i^ 
-3. 4-^t:Kn>T^^y [4, 5-d] t^y^v^-5— 4 jv 
* gvkJ hy;v h y :7Ao3-pf£M*£: 

4- [1- -7-**y-6, 7 — i^t Kp-1 H — < 5 & 

-/ [4, 5-d] If y ^^-2— f/W] fc'^vV- t-^ 

20 ^>3i^.'7 i ^*3J:t)«2-y*p ; e^ ! f-/V'<>-y , = hV^m^xmMM2 5 8 b £ 
•h-nmr^od) 

5 1. 81 (t, J=2. 5Hz, 3H) 3. 45-3. 49 (m, 4H) 3. 66-3. 70 (m, 4H) 5. 15 (q, J=2. 5Hz, 
2H) 5. 62 (s, 2H) 7. 34 (dd, J=7. 6, 1. 5Hz, 1H) 7. 45 (td, J=7. 6, 1. 5Hz, 1H) 7. 59 
25 (td, J=7. 6,1.7Hz, 1H) 7.75 (dd, J=7. 6, 1. 7Hz, 1H) 8.25 (s, 1H) 
MS Ve (ESI) 388. 32 (MFT-CFjCOOH) 
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artfr fwigfis. 3- (2-7<?~M -2- (tv*9i^-i-« iM -5- 

(2-m7^P^fM^-3. 5— S?fc KP>f $ T4. 5-d] 
4- [1- (2-7'?~M -7-**y-6, 

5 y [ 4 , 5 -d] f;v] ^7^y-i-*^vt t-^ 

»J2 5 8 b TOfi^r#fc„ 
MS (ESI) 431. 21 (MlT-CFjCOOH) 

3- (2-^^) -2- 1 ->f/f) ~ 5- 

10 ( 3 - 1> V * t/k^<^M ~ 3 • S-^KP>f^'/[4, 5-d] 

4- [i- -7-^y-6, 7-S*fc kp-ih — r ^ ^ 

y u, 5-d] ify^^v-2 — ivv] tr^9^>--i-*^^Sfe t -y 

15 J£0!I2 5 8 b ilU^toSU *Bfl*&4fe*r#fc. 
MS (ESI) 431.23(Mir-CF3C00H) 

^1fe^J 2 7 0. 3 - ( 2 - 5 - (2-~ - 2 - ( g 

^93^-1-^) -3- [4. 5-d] try^v- 

4-^-^ b y 

20 4- [1- (2-^=/W) - 7-^y-6, 

y [4, 5-d] try^^-2-^^] v^it-y-i t-y 

MS Ve (ESI) 408.25(Mir-CF3C00H) 
25 tl^J2 7 1. 3- T3- (2-7^~M - 4 -^y- 2 - (fcV<?^ 
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4- [i- -7-t#y-6, 7-^kKP-lH-f5^ 

y* [4, 5-d] fy fTW— 2 — >f A-] fcV<9S?>'- 1 -^WJ?^ t — :/ 

MS Ve (ESI) 388.27(MH V -CF 3 C00H) 

^Hfe-gll 2 7 2 . 4- T3- -4- **y~2- 
_^- A)V ^ -3, 4-^FP^>;^/ T4. 5-dl t:°y^i^ -5 — ( JV 

10 4 _ [i _ (2-^=/v) -7-t^y-6, 7->?tKP-iH — r 5 ? 
y [4, 5-d] if y ^^-2— r/v] ^^y-i-*/^^ t-^ 

^va^x/Kteil^-^a^y^/w^y^ h y /V^JS^T^OS^U 5 8bi 

MS V e (ESI) 388. 29 (Jflf-CFjCOOH) 
15 mMM27Z. 3- T3- (2-^^) -4-^y~2- (^7^'/ 
. -x-sffr) -3. [4. 5-d l tfy^V-5-^/V 

4- [i- (2-^=A0 - 7 -^y- 6, 

✓ [4, 5-d] f/H tf^^-i-*^*^* t -y* 

20 ^yi^;*7vv*5j;tf3- e/n^-y^vv) ^&#m;*9yi^;*7vk<S:iiiv^lii£ 

W 2 5 8 b t PiMUs ^IB^^^tTCo 
MS m/e (ESI) 421. 29 (MlT-CFaCOOH) 

gjjfcff!l2 7 4. 4- T3- (2-^^7V) 2- (fc°^i?V 

-1-wVW) -3. 4-^tKn^^/r4. 5- H1 t:°y^^-5— 4>V 

4- [1- (2-^^V) -7-^y-6, 7-^fcK«a-lH — r ^ ? 



WO 03/104229 



251 



PCT/JP03/07010 



V [4, 5-d] fA>] ^7'^^- 1 -pSVtfl/M. t-Zf 

M2 5 8 b fcnnttiKiAau Mmfc-&vo*&ito 

MS Ve (ESI) 421. 31 (MH + -CF s COOH) 

5 mmm2 7 5. 5- C3- -4-** y-2- j^<2Ji>. 

-3, 4-^tKp^-;y/ [4. 5-di 

4 - [1- (2-Zff-^^) -7-^y-6, 7-^tKa-lH-/f^ 

✓ [4, 5-d] fcf^7^^~ t -7* 

10 <?vwc;*.7vv:}3«J;tJ*5- (yn^^vv) 75> , -2-^;^^f;n^r 
/uSrJBwr^Hfim 5 8 b tUfl'MSt, WflBfc-^fcJ 
MS Ve (ESI) 425. 30(MH + -CF 3 C00H) 

^1^2 7 6. 3- j2=7±=M -5 - T2- (2-^hP7x=^) - 
-2 - (bT^9-^- 1 z^L±) ~ 3 » 5— S^fcKP^f^^ 

15 y [4. 5-di tfy ^^-4-^-^ by7;>tp|iii 

4- [1 - (2-^=/V) -7-^-^y-6, Kn-1H— ' < 5^ 

y [4, 5-d] — r/v] tr^?^- l-^v^Bfe t -y 

^a^^vife.fcTJ^ 2' -=fP7t h7i7 v«rfflwc^J60!l2 
5 8b iPi}«t^ ^IB^^^r#fc 0 

20 MS m/e (ESI) 436. 28 (Mtf--CF 3 C00H) 

gdfefl!l2 7 7. 4- \2- [3- (2-^^7V) -4-^y- 2- (bV< 

— r/v) -3. 4-i?tKp>f?^ C4..s-di try^^-5 

4- [1- (2-^=/>) -7-^y-6, kp-ih — r^^ 

25 y [4, 5-d] tfy 2-^f/v] tr^^^v— t -y 

^■/W3i^^j3j;TJ«2 -7*0^-4' -V7/7t h :7ji 7 VSr^T^tS^I 2 
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5 8 b fcl^iKltolL, ^Ml5S:#fc. 
MS m/e (ESI) 416. 31 (Mir-CF,COOH) 

gjflm. 3- {2=7±~M ~ 5 ~ C2- (4-;* h»V7x=^) 
-2-t^y^)1 - 2- (If^i^V-l-^/U) -3. 5— S?EKP^5 

5 [4. 5-d] m; 

4- [1- (2-^~/V) -7-^y-6, 7-^tKP-lH-^^ 

y [4, 5-d] IfU ^7^-1-*/^^ t -y 

2 5 s b fciaraifc:«Hfflu anBfls'©***^ 

10 MS Ve (ESI) 421.32(Mir-CF3C00H) 

mffiM27 9. 3- (2-T7*^=;V) -5- f2- ( 2 - K^y^-Ap 
-2-^yxf;v)] -2 - (tr^9-^- -3. 
ffV [4, 5-d] tfg^i?y-4-ty f !) 7;vtPSta 
4- [1- (2-^=/^) - 7-^- =^y- 6, 

15 / [4, 5-d] try ^>—2— f/v] tr^^^-i-*^^ t-y" 

2 5 8 b ilUttfcftm flMBft'&^JSrWfc. 
MS (ESI) 421.33(MH f -CF 3 C00H) 

3flKfl!l2 8 0. 4- [2- C3- (2-^~*0 -4-**y-2- 
20 7^^-1-^/M -3. 4-S?fcRP^S*V [4. 5-d] 

->f/n a^-zu] hJLZZk^HglM^ 

4- [1- -7-**y-6, 

y [4, 5-d] ^y 2— < /v] tr^^^-i-*^*^. t-y 

^vvm*7vv:j3£tM- (2-^o^E-^/v) 5!fA*it-^f/n^f/nSrffl 
25 V^^1J£0!| 2 5 8 b ^iMlt, «HB<ffrg^fe&#/£. 
MS We (ESI) 421.33(Mir-CF3C00H) 



WO 03/104229 



PCT/JP03/07010 



253 

liiijl. 3- (2=7±~M ~ 2 ~ -5- 
(trUi>^-2 — f^^/U) -3. T4. 5-d] try 

4- [1- (2-^-/1') -7-^y-6, 
5 y [4, 5-d] Ify jTW- tr^9^V-l-^A^*^» _ t-^ 

tV1^;*7VV*5 £X$ 2 - n n ^ tr y ^^iWttiftSrffiV^T^Jfe^J 2 5 8 

MS (ESI) 364. 24(MH + -2CF 3 C00H) 

gafcfl82 8 2. 3- -2- (tf^7i?>— 1— fik) -5- 

10 (try 3-^VV^/V) -3, f4. 5-d] IfU 

4 -a-^ ^ i- y zzk±ESE^ 

4- [1- -7-^y-6, 7— 5?t KB - 1H — f 5^ 

y [4, 5-d] ey 2— r/n ^y^y-i-^^i t-y 
15 b t routes u imsA\&%>*mz 0 

MS Ve (ESI) 364. 30(Mir-2CF 3 C00H) 

gjjjj 2 8 3. 3 - ( 2 -Zff-^JV) - 2 - (tV<9 - 5 - 

(try s?^-4->f/v^^v) -3. C4. 5-d] try 

4 -a-^ h y 7/ua-pftgwtt 

20 4- [1- -7-**y-6, 

[4, 5-d] If y Wis— 2-^V] \£'< s ?**K/—\-l3>\'i£l'W. t-Z? 
*f-)Vs.**r>v& &X*4 - {tux** ^;V) t° y S^&BMttSr/BV^TllJfefll 2 5 8 

MS (ESI) 364. 26(Mir-2CF3C00H) 
25 3aifcgil2 8 4. 3- -5- [2 -^-^y- 2 - ^jj^z 

2—Y/U) cc^V] -2- (tr^^^-l-^f^) -3. 
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y T4, 5-d] ^ n? 

4- [1 - - 7 y- 6, 7-5?t Ko-IH — f 5 ? 

y [4, 5-d] t°y ^i/-2-^/v] tr^vV- i-^j^^m t-zf 

5 mMM2 5 8 b t^iMIt, MlEffclM?&2r#fco ■' 
MS Ve (ESI) 392.27(MH*-2CF 3 C00H) 

^m^lJ2 8 5. 3- (2-y^-7l^) -5- [2-t^y-2- (fc°y^- 

"j-4)V) J^/W] -2- (tf^7^y- 1 — -Y/t") -3. 

y T4. 5-d] b°U^^-4-^-^ fcf X h V y/Vti-vffiWtm. 

io 4- [l- (2-y^^v) - 7 -^r^y-e, 7-^tK.a-iH — r ? ? 
y [4, 5-d] try^^-2-^/v] tf^9-^>-- 1 t -y 

9vWn*7VKi3J;^3- (2-:yin^rTi?9vV) *° U ^^*^^mm%ffiV^X 

. mMM2 5 8 b tiitMU, Sister £#fc„ 

MS (ESI) 392.27(MH f -2CF 3 C00H) 
15 gljfeflll 2 8 6 . 3- (2-^^/V) -5- [2-^-^-2- {K°V*J^- 

4- 4 ;v) z^f-A^ -l-Hr-ZrV^^jvW -2 - (t^7^- 1 z^Tjk) -3, 

[4. 5-d] tf * h y 

4- [1- (2-y^=/V) -7-^y-6, 7-i?tKP-lHW^ 
20 y [4, 5-d] tfy jr&is- 2-4 >V\ V^&f-l t-zf 
ffr^^jV&kTfA- {2-zfv^T^M Ify v^^^TK^m^ffiV^-C 

5 8 b £|H4SIR:*n ; 3®U ^fB^^Sr^Tto 
MS Ve (ESI) 392.28(Mir-2CFsC00H) 

t»J2 8 7. 3- (2-y^=;V) -5- (2-7< h=¥^fc:°y i^^-3 — f 
25 /l^^vv) -2- (lf^7^^-l— -3. [4, 

5- di t:°y y-^^-4-jj->- hy^v^-pj^M^ 
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y [4, 5-a] try ?vy- 2-4^1 tr^7^v-i-*/vjj?^ t 
5vvct*7vv*5«fctJ ? 3- (^pci^^v) -2-> l^vtr y s^&jgv^-c^ife 

5 MS ale (ESI) 394. 30 (Hffir-CF 3 C00H) 

t»J2 8 8. 6- C3- -4-^y-2- L^j^kl 

-1 — (/V) -3, 4-^KP^f$y/ [4, 5-d] b°py^^-5-^7V 

4- [1- -7 -$-*y-6, Kb- 1H->T ^ 

io ✓ [4, 5-d] if y ^v 5 ^- 2->T/V] tr^^i^v- 1 t -y 

»J2 5 8 b^TOMU «B&fb^*Sr#/t. 
MS Ve (ESI) 422. 31 (MH + -CF s C00H) 

g§jfcff!l2 8 9. 5- (6-T5 / b°y v^- 3 — T/V^^) -3- (2-7* 
15 ^~/V) -2- (fc'^^-l-^VV) -3, 5-^tKP^f^^/ [4, 5 

4- [1- (2 -y^-/V) -7-t^y-6, 7-^tKo-lH-^$^ 
✓ C4, 5-d] try f/v] ^^.y^-l-^/V^m. t 

^^X<r/U33&rf2- (t-^hdfi/*^^75y) -5- (^n^-^ 

20 /v) t°y v>-&m^xmMffl2 5 8 b ^#^11, nm^m^t^o 

MS Ve (ESI) 379. 31 (MlT-CFjCOOH) 

^WJ2 9 0. 4- [3- (2-7^^/V) ~4-^y-2- (fcV^3?y 

-i-^/v) -3. 4-^tKp>f-:y/ [4, 5-d] tfy^^^-5-^7V 
25 lEMfeitt 

4- Cl- (2-^=/v) _7_^y-6, 7-^tKB-lH-^^y. 
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V [4, 5-d] fc°y 2-^?V\ \£<<WZs—l—1lA'&lSWL t -Zf 

^jv^^jiv^^-a-A.-zfxx^^'f-jv- 3 —*stj - 5 h^^-N-^^v 

/<y775 }?&m^xmifoM2 5 8 b tlRMUMSU ^fB-fk-a-^SrWfco 
MS Ve (ESI) 489. 35 (Mr-CF 3 C00H) 
5 jii2 9 1. 4- [3- (2-^n/V) -4-^-^y-2- (fc°^7i^ 

-l — r/v) -3, [4, 5-d] — 

4- [1- (2-^^V) - 7-^-^y-6, 7-i?t Kp- 1H — T 5^ 

y* [4, 5-d] if y^^-2— f/v] tf^7^>-- i -^/i^^M t -y* 

^ K«rffivNT^tg^j2 5 8 b kmm^timi^ mm^m^n-^o 

MS Ve (ESI) 470.33(MH + -CF S C00H) 

mmm2 9 2. 4- [3- (2-y^^jv) -4-&*y-2- (v^v^ 

-1-^/V) -3, [4. 5-d] K°V#i?^-5 — f/W 

15 ;*3vi/l -3-v'7;-5-7;^P-N-^fMyy7$ K h U 7;vtP 

4- [1- (.2-Zf^M -7-^V-6, Kta- lH-> f 5 ^ 

y [4, 5-d] if ]) <>V\ \?s<*7*?^-l-j3;vi$^m. t-y 

*?;V^7, s r;\>'te&X*4-Zfxi*:* s f->l<- 3 --yT / — 5 — N — ^VW< 

20 y77 5 K<Sr£3v>T«0iJ2 5 8 b P^^SU ^IE^^Sr#fc 0 
MS /z/e (ESI) 463.33(MH f -CF,C00H) 

ggW]2 9 3. 4- T3- (2-^=/V-) -4-rf-3f-y-2- (f^t?^ 

-i-.y/H -3. 4-^bKd^yy* [4. 5-d] t-yy^-s-^ 

25 Bfc^ifc 

4- [1- (2-^=/W) -7-^y-6, 7-^t KP- lH-'f 5^ 
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y [4, 5-d] try^v-2 — r/H i t-zf 

K&^THMJ 2 5 8bi: ^ifcML, «BEft:#4fcSr#fc.' 
MS Ve (ESI) 489.35(MH + -CF 3 C00H) 
5 aafcflB2 9 4. 5- [3- (2-7^-/10 -4-*-df-V-2- (fc°^v^ 
-1-^VV) -3. [4, 5-d] K°V <?i?l/-5-4^ 

4- [1- - 7 7-i?tKP-lH-^^ 

y [4, 5-d] try 2— f/v] t°^7^-i-*;^^ t-y 

10 ^V^^.'T^*5itJ«5-^'ci^^^/V-2-^^^-a^<i/>'^ h y/vfrm^xM 

2 5 8 b tmmztumi^ mmk-&m%ntz 0 

MS Ve (ESI) 406. 15(MH + -CF 3 C00H) 

mmM2 9 5. 2- [3- (2-y^^V) -4-^-dry-2- (bV<9S?X 

-i-^vw) -3. [4, 5-d] try^^-5-^f/u « 

15 ^ f-AA - 5 h y /v by y/v^rnmmm. t 
4- [i - (2-y^w) -7-^y-6, 7-^kp-ih — r^y 

y [4, 5-d] fy^y-2— (VV] tf^9^-i-*^#^BI t -7* 
^V3i^7 l ^*5j;t^2-^'n^-^^/v- 5-7/v^-n^^y^ h y/i'Sr^-cH 
1012 5 8 b tl^tlfcMaU «IEWb^*«:#/t. 
20 MS m/e (ESI) 406. 16 (MlT-CFsCOOH) 

HjSff!l2 9 6. 4- T3- - 4 y - 2 - (fcV^v^ 

-l — r/v) -3. 4-v?fc pn^ $^y [4. 5-d] fy^v-s— 

4- [1- (2-y^=/V) -7-^"^y-6, 7-^tKP-lH-^$^ 

25 y* [4, 5-d] t^yy>?y-2-/f;v] tr^s^- t -y 

^Vl^c^yvKfcj.fctM-yci^^vV- 3- 7;VtP^y/= h y ;V£rJiV^^ 
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mm 2 5 8 b kmrn^vmis, «s&f^*sr#fc. 

MS of e (ESI) 406.23(MIf-CF3COOH) 

$MJ2 9 7. 2- T3- (2-^^/V) 2- 
-1-^*0 -3. 4-^bKP^$^/ T4. 5-dl 
5 ^ 9vt/] - 3 -7sv&v^^y~ 7/v^-t3§^^H 

4- [1- (2-^=/V) -7-^-=3ry-6, 7 — S?fc Ko- 1 H < % ¥ 

y* [4, 5-d] — r/H tv^^v- 1 >vi£i/Wt t-zf 

»J2 5 8 b fcfTOfcJ&SlU «|&fb-&«fSr#*:. 
10 MS nfe (ESI) 406. 25 (MlT-CFaCOOH) 

mmm 2 9 8. 3 - c 2 --^f-^AA - 5 - (^ y =fry y v- 1 =^ik2! f2k) 

-2- (fc°^7^^-l — <)V) -3. 5-^bKo^$^ C4. 5-d] M 
4- [1- (2-^^/V) - 7 7 -v't Kp- 1H — f 

15 y [4, 5-d] t°y ^v-2— ov\ tr^^^-i-*/^^* t-y 

^-NMR^DCla) 

8 1.80 (t, J=2.4Hz, 3H) 3.46 (m, 4H) 3. 68 (m, 4H) 5.17 (q, J=2. 4Hz, 2H) 6.22 
20 (s, 2H) 7. 94 (dd, J= 8. 2, 8. 0Hz, 1H) 8. 08 (t, J=8. 2Hz, 1H) 8. 21 (d, J=8. 0Hz, 
1H) 8. 24 (d, J=6. 4Hz, 1) 8. 27 (s, 1H) 8. 46 (d, J=6. 4Hz, 1H) 8. 68 (d, J=8. 2Hz, 
1H) 

MS Ve (ESI) 414.32(MH + -CF 3 C00H) 

mi&M2 9 9. 3- (2-^^/V) -5- (2 -"7 A,*V \f ]} Vis- 3 
25 A^±M -2- j^<2J^>zzA — LM -3. [4, 

5-d] b°y^y-4-j-y MJ7/vtPS^if 
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y [4, 5-d] t°y^^^-2 — f/V] Myitis — t—y* 

xmiMM2 5 8 b tlliluMIU> ^fB^^i^fCo 
5 MS /z/e (ESI) 384. 22 (MT-CFjCOOH) 

3g1fcfltl3 0 0. 3- (2-^^v) -5- (2-y^ ±n\fVV>^-4—C 
/W=fvV) -2- (tf^^i^V- -3, [4, 

4- [1- (2-^=/v) - 7-^V-6, 7-??tKn-lH->f^ 
10 y [4, 5-d] fy^v^-2 — fW] ^7^-1-*/^^ t-^ 
^/i^*-7vv*5£t£4- (T'n^^^v) - 2 -7;wto y v?^MMffi^ 
T^IJ£#)2 5 8 b tmUK^MV, W&i\&tto £r#fc 0 
MS m/e (ESI) 384. 20 (MH + -CF 3 C00H) 

g|gfiai3 0 1. 3- (2-^^/V) -5- (6- 7/V^-Pfc: o y 3?^- 2 
15 ;v*=f-;\<) -2- (g^S?^- 1 — <fiA -3. 5- ^fcKg^f^y [4, 
5-dl WfW—A—Hr'y H)7^pHI . 
4- [i- (2-^^V-) -7-^y-6, 7-^tKn-lH — { 

v* [4, 5-d] ify^^-2 — r>i/| tr^i^- 1-*^^ t -:/ 
20 xmmffl2 5 8 b iim-n^au ^la-fb-a-^j^fco 

MS ale (ESI) 384.22(MH f -CF 3 C00H) 

g^life^tl a O 2 . 2- T3- -4-^y-2- (f^i^ 

_3, 4-i?bKP^^^ T4. 5-d] fc°y^v^-5-^ 

25 4- [1- (2-^-^V) - 6, 7-i?tKP-lH-^^ 

y [4, 5-d] fy^^-2-^T/v] ^7^^- 1 -%jiv7$^m. t-y 
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*f-;v^xTJVQ. 0 10g(DN, N-^^;P*;W$ KO. 5ml»K. 
mXVV&O. 0 0 5 g^3j;t;2-7'a^f;^i/y=MJ;VO. 0 0 7 g % 
M*., mU-V 2 0 i$Hfl^# bfco Rfemzmk^fr lml, ?K l m 1 

5 0. 2m 1 &J:triMMiStaRa>3 l%7.k^0. 2mlSrJP^ 2 0!^W5tT? 
&#Lfc 0 MMxf/HmU 7k lml feJO*.&«U 3T«US £««t L 
iS^an^^yo. 5mlfcitl!hy7;vtn^0. 5mll:$ilU 

k= h y jv-immm (o . 1 % h y ^v^^m^nr) sr/awc) ^t^m 

10 U W&ik&mo. 00 9 g5r#fci o 
MS Ve (ESI) 406. 28 (MH*-CF 3 C00H) 

^jjM3 0 3. 3- [3- - 4-**y- 2- (tV*?^ 

-l-JM -3. [4, 5-d] fc* y ^^-5-^7W 

15 4- [1- (2-^^V) -7-^-^y-6, Ko-IH- f 5^ 

✓ [4, 5-d] e^9^^-i-7&/^^ t-y* 

MS m/e (ESI) 406. 30 (Mff-CFjCOOH) 
20 glM 3 0 4 . 4- T3- (2-^^/W) -4-^y-2- (bV^v^ 
-1 — f7lQ -3, [4, 5-d] b°y^^-5-^7V 

4- [1- (2-^n/V) -7-^-^y-6, 
y [4, 5-d] t°y^^-2—f/V] ^7i?y- l-*7V7j?^m t-:/ 
25 ^7V^^.X7l'*5 < tT^4-yp ; e^^/^^y*^ h y/V^fflV^-Cll»j3 0 2 tin 
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MS m/e (ESI) 406. 31 (MT-CFjCOOH) 

$tffll3 0 5. 3- [3- {2=?±~M -4-* *V-2- Lggg^ 
-1-sfAS) -3. [4, 5-dl 

5 4- [1- (2-^=/V) - 7 -t=¥y-6, 7-^tKP-lH^5^ 
>/'[4, 5-d] tfU^V- 2-^/^3 l—tf/VtfVSfe t— :/ 

fv^aUfc-^/K). 0 10g«DN, N-^f^MT^KO. 5ml^M 

!>AO. 0 0 5 g*5«ttJ ? 3- (:7n^;*^U) ^VJ^tvVO. 
0 0 8 g £JP?U MLT»2 0 WIMWUfc. Ej^fcHH**?'/!' lml, tK 1 m 
10 l&*H*.#i£U ^«ieSr*3!iUfco Wtm**fi/~A'l- OmlMU* 
^ffc^ MJ ? A<D 5 NtK^K 0 . lml £r#P £ , 2 0 V$fflMffi.'Vti&W bfc 0 
«K:fffl|ai?MH m U *lml *rtt;fcflli»-t?«lttlcKU WMSr 
MmVfco nm&i??w*?>0. 5ml*3£t*MJ:7/VPS^0. 5mll: 

15 _ (r-feb=hy^-*3R«Hb*B (0. l%M)7;^n^lT) SrfflV>fc 0 ) 
'KiTtt»U fflBte-g^bO. 0 0 8 g£#fc o 
MS Ve (ESI) 407.29(Mr-CF 3 C00H) 

t»J3 0 6. 4- T3- (2-^^/W) 2- (bf^^V 

- 1 — (jV) -3, 4-^tKP>f$^/ C4, 5-d] t?V Vi?y-5-4Jl> 

20 ^L±ZkJ hy7;^pjli 

4- [l- (2-^=/V) -7-t=5fy-6, 7— S?t Kb - 1 H->f 5^ 
/ [4, 5-d] tfy^i^-2-^/V] tV^S^- 1 —XtArtisWi t-Zf 

25 MS m/e (ESI) 407. 30 (MH*-CF 3 C00H) 

tlglj3 0 7. 5- F3- -4-t^y-2- L^jgJ^ 
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-Y-jjx£ -3, T4. 5- dl tfU^V- ^zzdJkL 

4- [1- (2-^=;V) -7-^y-6, Kia-IH-W 

y [ 4> 5 _d] t°y ^x-2--(VKl tr^^f- 1 S'Sfc t-y 

/v^ffivN-c«0ij 3 o 5 1 mm\~#m^ ^mk&vo&'&ito 

MS V* (ESI) 397. 28 (MH + -CF 3 COOH) 

mmm3 0 8. 3-^0-^-2- (t^^y?^- iw^ ") -3. 5— 
K P ^$y/ [4. s-d] fy y^-4-^ Mj7/u*-PBEBfe& 

^K'P-lH-^^y T4. 5-dl tr^9^^- 
4 _ ( 6 -^ViM'^v-y^vW- 7-^-^-6, 7-S?t FB-lH->f 

5^/ [4, 5-d] try M^Wf-i-****'* t 

15 -^^^jv^^v^y^^^^ F&mMM 1 1 6 d h 

^-NMRCCDClj) 

6 1.48 (s, 9H) 3.13-3.18 (m, 4H) 3.50-3.54 (m, 4H) 4.72 (s, 2H) 5.61 (s, 
2H) 5.65 (s, 2H) 7. 20-7. 35 (m, 10H) 8.22 (s, 1H) 
20 b) 3-^^i?/V-2- (f^v^-l— <>V) -3. 5-j?K PP^f^ 

V [ 4 , 5-dl t° y 4 h T J 

KT3-1H-- r^yy [4, 5-d] try ^^-2— t^^v-i- 

25 #fc 0 

1 H-NMR(CD 3 0D) 
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8 3.31-3. 37 (m, 4H) 3.40-3.46 (m, 4H) 5.68 (s, 2H) 7. 22-7. 36 (m, 5H) 8.25 
(s, 1H) 

MS Ve (ESI) 311.24(Mir-CF s CO0H) 
5 3. T4, 5-d] hV 

a) 4-(l-^^^/V-7-^-=3ry-6, 7— Kp-IH^ S^[4. 

5-d] try #i?'y- tf^v^- 1 -ft/nE^Bt t-:/^/^* 

10 3-^>'^V-2-(t p ^7^^-l-^^)-3, Kn-T 5 ^^[4, 

5-d] t°y^^-4-^"^ b5 7^tD^MWl2 5 8 a) £ 

^-NMRCCDCls) 

5 1. 47 (s, 9H) 3. 12-3. 16 (m, 4H) 3. 47-3. 52 (m, 4H) 5. 58 (s, 2H) 7. 20-7. 34 (m, 
15 5H) 8.20 (s, 1H) 10.04 (br. s, 1H) 

b) 3-^>-^V-5-^^/V-2- (fc°^7^-l <VV) -3, 5-v? 

tKP^f^^/ T4. 5-d] h!)7;VtPili 

4 _ (i-^^^v-y-^-dry-S, 7— S?t Ktz-1H — ( 5^/ [4, 

5-d] — f^v) 1 -x^tf^M t-zf^-jv^^ 

20 ^/vi a vfc* fsu&m^xmifcM 2 5 8 b t mmzmmis. u&it&yo&&it 

^-NMR^DaOD) 

S 3. 29-3. 35 (m, 4H) 3. 36-3. 41 (m, 4H) 3. 83 (s, 3H) 5. 68 (s, 2H) 7. 21-7. 34 (m, 
5H) 8.20 (s, 1H) 
MS m/e (ESI) 325. 01 (MIf-CFaCOOH) 
25 gljSfeffil 3 1 0 . 3-^^S?/V-5- (2-t^y-2-7x^l/xf;v) -2 
- (tf^^-1-^ /V) -3, [4, 5-d] t»y^ 
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4- [l-^<^^V-7-^y-6, 7-^tKn-lH — f5^y[4, 5 
-d] tfy y&ls- 2-4 >V\ \?s<9*?>- 1 —XfrXt/Nt t—'ff-JV^^y- 
JV$S £Xf 2-?u h7^S VSrJBwrHifcfll 2 5 8 b k IH^tcM® U ft 

5 aBflfrg^Srfcfc. 
^-NMRCCDjOD) 

6 3. 31-3. 36 (m, 4H) 3. 44-3. 49 (m, 4H) 5. 69 (s, 2H) 5. 77 (s, 2H) 7. 22-7. 52 (m, 
8H) 8.06 (d, J=9. 3Hz, 2H) 8.32 (s, 1H) 
MS Ve (ESI) 429. 39 (MlT-CFsCOOH) 
10 MMM 3 11. 3 —rQi?A'— 5 - (2—7 ^^}V^)V) - 2 - ( 3? 

V-l-^/U) -3, [4. 5-d] t°y >yv ? v-4-^- 

4- [l-^^^-7-^-^ry-6, K»-lH->f5^/ [4, 

5-d] try ^^-2 — f/v] tr-^^-i-^/vjffvii t -^/w^* 

15 9^*5 it* (2-^n^xf;v) ^^V^ffiVV-CHJfe^ 2 5 8 b P^fclMS 
^-NMR (CDC1 3 ) 

6 3.11 (t, J=8. lHz,2H) 3.24-3.29 (m, 4H) 3.37-3.42 (m, 4H) 4. 46 (t, 
J=8. lHz,2H) 5.58 (s, 2H) 7.09-7.34 (m, 10H) 8.20 (s, 1H) 
20 MS Ve (ESI) 415. 54 (MH*-CF 3 C00H) 

^jj^J3 12. 3 — <ls*J/V— 5- (2-7xy»^xf;V) —2- (tV<7 
-3. 5-^bKP^f>;^ [4. 5-d] 

4- [1 -Ll/*J>)\>- 7-^"^y-6, 7-i^tKti-lH — [4, 
25 5-d] fcf V 2-4^1 Myitis— l-^/Vtffgfe t-y^vl^n;*. 

7-^*5itP2 -y'n^-cn^V-^^.^/VJi— ^/l^^rfflV^-C^JSM 2 5 8 b £ 
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^-NMRCCDCls) 

5 3.21-3.24 (m, 4H) 3.37-3.42 (m, 4H) 4.37 (t, J=5. 8Hz, 2H) 4.64 (t, 
J=5. 8Hz, 2H) 5. 58 (s, 2H) 6. 86-6. 94 (m, 3H) 7. 07-7. 34 (m, 7H) 8. 21 (s, 1H) 
5 MS m/e (ESI) 431. 57(Mr-CF 3 C00H) 

jHKflll3 13. 3-'Oi?A'-2- (tf^it^-l-Jfr) -5- (2- 

Zfxi}?~jV) -3. KP-^^y-y C4, 5-dl fc°y^^V-4-^-^ 

io 5-d] — f/v] ^7^/- 1 -x^-fti/m. t-:/^vw** 

MS m/e (ESI) 349. 31 (MT-CFjCOOH) 

SUfcfli] 3 1 4 . [3-^Q-yVl — 4 - (gv<7^-l-^) 
15 -3. 4-^tl>'P^^/[4, 5-dl "r-feh=h 

4 _ -tf-^y-G, 7-i?tKo-lH-^5^ [4, 

5 — d] try 2—4 As] \?'<?S?Zs—l—i/A'tf>Wi t-zf'f-JV^* 

T/is&3Ltf7n*:T-te h= bV^m^xmMM2 5 8 b ^iKMIl, WB 

20 flj&4fc«r#fco 

MS V« (ESI) 350. 30(Mir-CF s C00H) 

jfeBfrBH 3 15. 3 — ^^S^W- 5 - (2-tKP dr^Ji^vv) - 2 - ( gjdlZ 

^-1-WVV) -3, T4, 5-d] gpy$?^-4- 

25 4- Cl-^^A'— 7-**y— 6, 7-i?tK»-lH-^?^ [4, 

5-d] try if^^^- i—#Art>Wl t-y^v^^ 
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Hjfe^l3 16. 3-^>-^-5- (2-y -2- 
5 ^-1— Y/V) -3, 5-^bKP^-;^[4, 5-dl 

v h y 

4- [1 -^V«?/u-7-**y-6, 7-J?tKo-lH — f^y.[4, 
5-d] t°y^v ? >'-2 — f/V] tf^^^^- t-y^VW^* 
^/Kfc.fctf^n^it^y^vi^-- tvv-St^T^&SM 2 5 8 b £ IDilt^a U 
10 Ml5^%Sr#fc 0 

MS We (ESI) 369. 35 OflT-CFsCOOH) 

tfeglj3 1 7. [3 2- (fcV<7^- 1— ■f/U') 

-3. [4. 5-d] g y ^^-5-^^] 

j^^a- b y y/V;$-g@£^fc 
15 4- [1— <i/v^/V-7-^y-6, 7-^fcKP-lH — f^?V[4, 
5-d] fc°y^i^^-2 — f/V] t'^?^-!-*^^! t-^/V^^. 

x/^^3a:^o^^^^^ffiv^•r^^feM2 5 8 b J;^ttIL, ^flB-fb-a* 

MS Ve (ESI) 397.33(Mir-CF3C00H) 
20 jlffl3 18. 3 -^^/U- 5 — [2- (3 -y Y^y7 ^=-)V) -2-ir 
dryjc^Vl -2 - (bfV-^i^-l fAp -3. 5—S?fc KP^^yy [4, 

5-d] h y y^a-gg^ig: 

4- [l-^^yw-y-^y-e, 7-v?tKo-iH — C4, 

5-d] t°y 2-y()V\ Xf^^l/- ;V1$l/m. t-7^J>V^* 

25 7 L /W*3J:TJ?2-y 13^-3' h^yTtl>7xyy^-CW!|2 5 8 b 
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MS V© (ESI) 459. 34 (lfflf-CF 3 C00H) 

twi3i9. 2- r3-^ys?^-4-*-3-y-2- (tr^ 9^-i->r 

^ -3. 4-^bKP^f$^[4. 5-d] t^y 

5-d] t° y ^^v- 2 — f/v] tr^9^v- 1 — ^/v^^ife t-y^/v^^ 

X/V&it^-^n^fvW^y^ h y ^SrfflV^T^Ufe^J 2 5 8b tm^^ 

MS (ESI) 326. 33(MH t -CF s C00H) 
10 $1^3 2 0. 5 -^^-2- (g^S^-l-W^) -3- (2-^P 

tr^/u) -3. 5-^KP^f-;^/f4. 5-d] wmis-*-*-* h 

4 _ (6-7<^/V-7-^-^y-6, [4, 5 

-d] \f ]) ?*?ls-2-' (M }f^<7^-l-^^>Wt t --fT-AsX-XT 
15 ^*3«t^3-^a^— l-7"tit o ySrffiVN-C^WJ2 5 8 b * 

'H-NMlKCDsOD) 

8 2.99 (t, J=3.3Hz, 1H) 3.45-3.49 (m, 4H) 3.65-3.69 (m, 4H) 3.83 (s, 3H) 
5.75 (d, J=3. 3Hz, 2H) 8.20 (s, 1H) 
20 MS V e (ESI) 273. 1 (MH + -CF 3 C00H) 

jHftflB 3 2 1 . 3- -5-^9VW-2- (^7^-1- 

y(;v) -3, [4. 5-d] b° V Wis- 4 h V 

4 _ ( 6 _^^V_7_^-^y-6, 7-S?fc Kn-1H — f 5 [4, 5 
25 -d] t°y^^-2-^/V) tf^^^^-l-*/^^ t -^/Wt*^ 

/v&zxfi 2--7 j ry&m^xmmm2 5 8 bt«m bib 
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^-NMRCCDaOD) 

5 1.69 and 1.84 (dd, J=6. 3, 1. 3Hz and dd, J=6. 3, 1. 3Hz, 3H) 3.43-3.48 (m, 
4H) 3. 54-3. 58 (m, 4H) 3. 82 and 3. 84 (s, 3H) 4. 94 and 5. 07 (d, J=6. 5Hz and 
5 d, J=6. 5Hz, 2H) 5.63-5.80 and 6.11-6.20 (m, 2H) 8.19 and 8.22 (s, 1H) 
MS w/e (ESI) 289.2(Mir-CF3C00H) 

^lifcfltl3 2 2. 5-^^-3- -2- Qf^v^- 1 

-JAA -3. 5-i?tKP>f^'/[4. 5-d] h 

10 4- (6-^^/V-7-^"^y-6, Kn-lH-^5#/ C4, 5 

- d] fy P^S- 2 ->f /V) tf^^^V- 1 t --f^-^^^y" 

7V*3it^l -:/o*- 2-^V^^^V^-CH^J2 5 8 b fc|nl«HC«BffiU, 

^-NMRCCDsOD) 

15 S 0. 97 and 1. 08 (t, J=7. 7Hz and t, J=7. 7Hz, 3H) 2. 04-2. 27 (m, 2H) 3. 42-3. 46 
(m, 4H) 3. 54-3. 58 (m, 4H) 3. 81 and 3. 84 (s, 3H) 4. 91-4. 96 (m, 2H) 5. 59-5. 81 
and 6. 14-6. 22 (m, 2H) 8. 19 and 8. 22 (s, 1H) 
MS m/e (ESI) 303. 25 (Mtf-CF 3 C00H) 

g|Sff!l3 2 3. 5 - * *f-)V~ 3 - (a-fT-fr- 2-^X ^M -2- 
20 7^^-1-^/V) -3. 5-^tPP^S^/[4. 5-dl 

4 _ ( 6 _^^ /V _ y-^-^y- 6, Kp- lH-^T 5^ [4, 5 

-d] tfy^V -2-^/^) tf^v 5 ^- 1 -^/U^^Sfe t -^^vl^n^-r- 
/HfeJ:0*l-:/n*- 3-^^-2 -/fy^rfflV^T^iW 2 5 8 b t 
25 8k® U aUBflfrfr* 
^-NMR (CD 3 0D) 
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8 1. 75 (s, 3H) 1. 83 (s, 3H) 3. 43-3. 47 (m, 4H) 3. 52-3. 57 (m, 4H) 3. 84 (s, 
3H) 5.00 (d, J=6.8Hz, 2H) 5.40-5.45 (m, 1H) 8.17 (s, 1H) 
MS Ve (ESI) 303.27(Mir-CFsC00H) 

mmm 324. 3- ? ^p^p Ql* g —* gvk= 2 - ( gciz s?^- 

5 1— OV)-3. 5-^tKP^^y[4, 5-dU'y^y-4-^ h 

4 _ ( 6 _^^V_7_^y-6, 7-^fc Kt»- 1H — f S [4, 5 
-d] fU ^i/V- 2 — (Vv) tr^^i^V- 1 — */VJj?^Bfc t-Zf^^^^T 
/ufc it;^^ n W f^^c W KSrJBVvr2a60!l2 5 8 b fc^UfcMa® 
10 U *|&fb^Sr#fc. 
^-NMR (CD 3 0D) 

5 0.44-0.55 (m, 4H) 0.81-0.85 (m, 1H) 3.42-3.46 (m, 4H) 3.54-3.58 (m, 4H) 
3.83 (s, 3H) 4.39 (d, J=6.6Hz, 2H) 8.21 (s, 1H) 
MS m/ e (ESI) 289.25(MH + -CF 3 C00H) 
15 ilW3 2 5. 5- [2- (2-7U7x^) - 2 V^±fl£ - 3 
- (2-Z?^~M -2- (fcT^S^- -3. 
>/ [4, 5-dl b°y ^V-4-^->- ^xMLZ2k±HHM^ 
a) 4- [1- (2-^^/V) -6- [2- (2-=hP7x=;V) -2- 
jjgQA^gTkj -7-^y-6. 7-^bKP-lH-^$^/[4, 5-d] 

4- [1- -7-^y-6, 7-^t Kp- lH-/f 5^ 

y [4, 5-d] fcry^w-2->r a-] tr^^- 1— *A'*^bi t— :/ 

5 8b bmn\z.tmu m&ft&to&ftito 

25 ^-NMR^DCls) 

6 1.49 (s, 9H) 1.83 (t, J=2. 3Hz, 3H) 3.37-3.44 (m, 4H). 3.50-3.55 (m, 4H) 
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5. 04 (q, J=2. 3Hz, 2H) 5. 44 (s, 2H) 7. 62 (m, 1H) 7. 71-7. 74 (m, 2H) 8. 13 (d, 
J=7.9Hz, 1H) 8.21 (s, 1H) 

b) 5- [2- (2-7$y7x^W) -2-a-dry3^/V] -3- (2-7 . 
-2- ' (fcV*9S?^-l->f/H -3. 5-^FP^$^/[4, 5 

4- [1- (2-^^V) -6- [2- (2-= hd^ai=/V) 
y 31*71/] -7-^y-6, 7-i?tKB-lH-f5^/ [4, 5-d] bf 
2 — 'f/v] tr^^v— 1— jfr/utf^'lfc t-^^f;vo. o 

58gOx^;^Biiil»«fcil2mKftO. 0 7 O g^tftT^s 

^^pa^^y4mU«U fy7/H3i®4mlSrJPx.fc. 20m . 

ir h= h !l/u-*3M£SWH (0. l%f9 7;vtnRl^f) SrfflWc:,,) fcTft . 
»U *IBfl5-fr4&0. 05 1g£r#fc 0 
15 ^-NMRCCDaOD) 

5 1. 82 (t, J=2. 3Hz, 3H) 3. 45-3. 50 (m, 4H) 3. 68-3. 72 (m, 4H) 5. 16 (q, J=2. 3Hz, 
2H) 5. 68 (s, 2H) 6. 56 (t, J=7. 2Hz, 1H) 6. 67 (d, 1=7. 2Hz, 1H) 7. 30 (t, J=7. 2Hz, 
1H) 7.85 (d, J=7.2Hz, 1H) 8.25 (s, 1H) 
MS a/e (ESI) 406. 22 (Mr-2CF 3 C00H) 
20 jftlaj3 2 6. 3- (2-zf<7-~/l>) -5. 7--^^ - 2- 

1 _ wVV )_ 3 , 5-^KP^g^/[4. 5-d]l^Dm-4-ty L 

a) 4- Cl- i2_zL?±=Jkl - 5 vOfr 7^=^-4- ( 1 - fc: K 

25 t —-fzf-jVzz-^T-jV 

-7o°cx\ mm<Di&fflm.T, 4- ci- (2-^^^) 
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;vi$~jv- 4 -tfvv^/v- lH-^f^ 2 — fVV] t°^^v?^- 1 

-rt'jtfl'Sfc t-^x^f;VO. 0 5 0 g©fh7tKt377y3ml» 

Mx.. mM.%-Q±M^t^o ffibT^^ !> A© 5 10ml ^Pi> 0 

5 txf;W3 0ml1?iffl Ufc Q MS® 1 0 m 1 t MAtT h V V ^ 

$u om i TiK&i^u «?^^7at«l, m^wm\-ft 0 

V *^V*7A^pv h^^-f — fclTttaiU >*cy-y (1:1) 

»m#wj;!j«i&fb«&wo. 0 4 9 g r#fco 

^-NMRCCDCls) 

10 5 1. 37 (t, J=7. 1Hz, 3H) 1. 47 (d, J=6. 9Hz, 3H) 1. 48 (s, 9H) 1. 81 (t, J=2. 3Hz, 
3H) 3. 17-3. 22 (m, 4H) 3. 55-3. 59 (m, 4H) 3. 84 (d, J=6. 9Hz, 1H) 4. 38 (q, J=7. 1Hz, 
2H) 4.78 (q, J=2.3Hz, 2H) 5.12 (quint, J=6. 9Hz, 1H) 

b) 4- [4-7-fef/U-l- (2-zf^-=-^) ^c^fJJ^^V— 

15 zizk 

4- [1- (2-^^=/V) '—5—* h^^/WJ^^/V— 4- (1-tKn^r 

s^^-ao -iH-f^^v-2-^/v] e^^-i-^j/^^m t 

-^^«^/uS:|gJ60!li 1 5 gfc«MU «13flfrfrW*:#fc. 
'H-NMR (CDC1 3 ) 

20 8 1.38 (t, J=7. 1Hz, 3H) 1.48 (s, 9H) 1.79 (t, J=2. 3Hz, 3H) 2.53 (s, 3H) 
3. 14-3. 18 (m, 4H) 3. 56-3. 60 (m, 4H) 4. 38 (q, J=7. 1Hz, 2H) 4. 77 (q, J=2. 3Hz, 
2H) 

c) 3- (2-^—^) - 5. 7-^^^/V- 2- (\?*<?i?ls- 

-3. 5-7bKP^f^'/ [4. 5-d] b°y ^^-4-^-^ hU?/^ 
25 Pf^Mft 

4 — [4-T-fe^V-l- (2— - 5— h /Vjj^/v— 1H 
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0. 0 1 9 g ; 3 m 1 f F7^y 0 . 15ml«:M>l 

10°Ct25«flUfco WK«r»E»»U mm&Vfwtf^O. 5ml 

5 ZkHSmMift?*^ Y^fyy^- (T* h=b5A'-**IMKift (0. 1%MJ7 
/M-ugB&^fr) &JBV>fc.) fc-TliHU ^IB^^O. 0 17 g^r#fe 0 
MS Ve (ESI) 301.33(MH + -CF s CO0H) 

3Hfcflil3 2 7. 3- (2-^=a0 -7-7ai=/W-2- 1 
-3. 5-i?tKP^fS^ [4. 5-d] t°yy^>—4-^-^ h 

10 U 7;i/tnp^t 

a) 4 - [ i - — 5 - J- S ^-^A-^— 4 - (i-tK . 

4_ [i_ (2— r^^/v) - 5 -i h*i/*;v#^- 4 -*;v?;v- 1 H 
%S£TF7=-—nr*m 9 sV&'7w4 K&£Bfe0ll3 2 6 a £ nMHic&au sia 
^-NMRCCDCls) 

8 1.33 (t, J=7.3Hz, 3H) 1.48 (s, 9H) 1. 81. (t, J=2. 2Hz, 3H) 3.16-3.27 (m, 
20 4H) 3. 55-3. 59 (m, 4H) 4. 24-4. 34 (m, 2H) 4. 39 (d, J=8. 3Hz, 1H) 4. 78 (q, J=2. 2Hz, 
2H) 6.09 (d, J=8.3Hz, 1H) 7.22 (t, J=8. 0Hz, 1H) 7.30 (t, J=8.0Hz, 2H) 7.41 
(d, J=8.0Hz,2H) 

25 ^ZJt 

4- [1- (2-^=/V) -5-3i h^r^;W#=;V-4- (l-fcKn^r 
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>m. t -^j^^T^MMm 1 1 5 g t mMfc&mvM&ik / fr&>&&fco 

^-NMRCCDC^) 

8 0.92 (t, J=7.1Hz, 3H) 1.48 (s, 9H) 1.83 (t, J=2. 3Hz, 3H) 3.22-3.28 (m, 
5 4H) 3. 57-3. 62 (m, 4H) 4. 03 (q, J=7. 1Hz, 2H) 4. 88 (q, J=2. 3Hz, 2H) 7. 43 (t, 
J=8.1Hz, 2H) 7.55 <t, J=8. 1Hz, 1H) 7.92 (d, J=8. 1Hz, 2H) 
cj 4- n- (2~zf*?-~7V) -7-t»y-4-7x^-6, 7-i^fc 
Kp _ 1H -^$^y [4. 5-dl fcfU^S?^-2- ^>H fc°^v^-l- 

10 4- CI- -6-* (1-fcKo^ 

t -:/?vv^;*7Vi'*3j;tffc S^fclWtfl l l 5 h ^it«ilU> 
'H-NMRCCDCls) 

15 5 1.50 (s, 9H) 1.83 (t, J=2. 3Hz, 3H) 3.44-3.48 (m, 4H) 3.63-3.67 (m, 4H) 
5.15 (q, J=2.3Hz, 2H) 7.40-7.50 (m, 3H) 8.34 (d, J=8. 1Hz, 2H) 10.70 (s, 1H) 
d ) 3 - -7-7^^^-2- (fcf^7^^-l LM ~ 

20 4- [1- (2-^~A0 -7-^y-4-7*=>'V-6 > 

[4, 5-d] tf y^s^-2— - r/v] tr^s^-i-*^ 

MS Ve (ESI) 349.30(MH + -CF 3 C00H) 
25 $WJ3 2 8. 3- (2-^-^) - 5 - * *vV- 7 -7 ^^/W- 2 - (1^ 
1--QV) -3. T4. 5-dl t°y^ V- 
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4 - [i- (2-^=^) -7-^y-4-7ai^V-6, 7— 5>fc Ko 
-lH-^f$^ C4, 5-d] lfy^^-2-^/V] fcf-^^-l-tf/V 

t -z?<3-;v^*7-;\ste&xy--a Vfc* ^A'fcSfeJttflU 2 5 8 b t mMfc&m 
^-NMRCCDsOD) 

6 1.83 (t, J=2.4Hz, 3H) 3.47-3.51 (m, 4H) 3. 71-3. 75 (m, 4H) 3.92 (s, 3H) 
5.22 (q, J=2.4Hz, 2H) 7.43-7.48 (m, 3H) 8.35 (d, J=8. 1Hz, 2H) 
MS Ve (ESI) 363. 31 (MH^-CFjCOOH) 

io mmms 2 9. f3- (2-^ ^) -4-**y-7-7~~*-2- « 
^jris-i-stM -3. 4-^KP^$y/ T 4. 5-d] try^v- 
5 — nv\ mm i> u 7;vtp^t 

4- [1 - (2-^=/V) - 7-^y-4-7ai=/V-6, 7-i?t Fo 
-lH-f^y C4, 5-d] If f/V] fcf^9^^-l-*/V 
15 affflB t -^fvV-a^TVWS J;^b*|» t -^5vv^*7vv£^i£0il 2 5 

MS V* (ESI) 407. 29 (HfflT-CFjCOOH) 

^Ife-gB 3 3 0. 2- T3- (2-y^=/V) -4-i-^y~7-7x^-2 
- (fcV<7^- 1-^/V) -3. 4-i?tFP^S^ [4. 5-d] tfy^ 

20 s?^- 5 ->r^ gvkJ vvjk. hi 7^p»«ft 

4- [1 - (2-^=/V) - 7 -^y-4-7*=/V- 6, 7 -v>t KP 

-ih-^^)/ [4, 5-d] try ^s?v-2 — r/v] tr^^^v-i-*^ 

jK^« t -7'^^^y 1 ^*3«}:^2-^T3^^^/v-<vy= b v^mmm2 

25 MS (ESI) 464. 33 (IflF-CFjCOOH) 

W!l3 3 1. 3- -5-^^ -2- (\£^^>-l- 
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y(jv) -7- h V -7;virx2^^;v- 3, 5 -S?fc KW ^ f4. 5-d] t° 

y 4 -a-^ h y 7;vtPi^ia 

a) 4- [1- j2=7±~M -5-^ h^v^A^-A— 4- (2. 2. 
2 - h U — 1 - 1 Kp **/^*?jV) - 1 H — f ^ /V- 2 -^f ;V] 

ft*©StBBiRTx 4- [1- (2-^=/v) -5-^ h^^/v^^v-4 
^- 1 H-^f ^; ^/-/v- 2 -^;v] ^7i^^- l.-jfr/V'jtf^Bfe t 
-^Vx^fA'O. 15 5 g©N, N-^WM7^ F3mliltl 
#&0. 06 5 g*3J:K t hy7;l/tnH^f;V'0. 200g©N, N-^'f- 
10 /^A7^ F 2 m 1 mm*M7L, «Wift©fi5*tTT? 3 0#«#Ufc o ■fflfcn? 1 
/V-3 Oml *5 £t»ffcT y^-!>A©5 %tK^^ 3 Om 1 SriP^> #$&JI Srzk 2 
0 m 1 T? 2 (Hi h y 9^©ffl?U*SSR 2 0ml "CjlI&Sfc^U ffik-r?* 

■CUWU Rflfc^A' (1:9) »W^WJ:0, «ilEtelH&0. 0 1 

15 3 g £r#fc 0 
1 H-NMR(CDC1 3 ) 

5 1.39 (t, J=6.9Hz, 3H) 1.48 (s, 9H) 1.83 (t, J=2.4Hz, 3H) 3.15-3.26 (m, 
4H) 3. 55-3. 60 (m, 4H) 4. 34 (qq, J=10. 2, 6. 9Hz, 2H) 4. 53-4. 64 (br. s, 1H) 4. 83 
(qq, J=17. 6, 2. 4Hz, 2H) 5.39-5.47 (br. s, 1H) 
20 b) 3- (2-^^/V) - 5 -^=f-;v~ 2 - (bT^g^^-l (M -7 

- b y 7/va-tM^>tw-3. [4. 5-d] ey^y- 

4 -ghk: h y ~7 frjrnffigkM 

4- [1- (2— ^»A0 - 5 —a; J. *riy3i;v&=.;V- 4 — (2, 2, 2- 
h- y 7>Vjrx2- 1 -t Ko^i/if/V) - lH-^^5/- /U— 2 — f/V] fcV< 

m ly&mfcf*— ^ (D e s s -Ma r t i n)!*IgO. 0 6 0 gSriUKL, 
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mmi o m i is^mm^m-f- h y * a o . ioo g zmz., mmm^wm^ 

t K^^^O. 2mlS:J0^ 2 0^1 1 O'C^MUfco S^IKSraaUB&ff U 
aS^oc^^^O. 5mimU MJ7;vn^t0. 5m 1 tttfc, 

-7K^»*B (0. l%MJ7;^n»|^t) Srfflvfc.) fcTttJJU WIE-fl: 

<^Mfc 0 . 0 O 8 g &#7t 0 

^-NMRCCDgOD) 

5 1.83 (t, J=2.3Hz, 3H) 3.45-3.49 (m, 4H) 3.71-3.75 (m, 4H) 3.87 (s, 3H) 

5.18 (q, J=2.3Hz, 2H) 

MS We (ESI) 355. 16(MH*-CF 3 C00H) 

jgjfc0i|3 3 2. 1- - 6 - J* 7-^y-2- 

-6, 7-3?fc KP>f C4, 5 -dl t a y^^-4 

a) 4- PI- -4- (^7;-bKP»^f^) -5- 

^ h df-SoE/H?:^!/- 1 H — T ^ ?*/—As- 2 — f /H bV<9 v^- 1 -JJ^tf 

4 - [i- -5-^ h ^ 4 - ^/v l H 

(^T-fe ]>= h y/H 5ml»^7yftt hy^0.200 g*J±tJW»0. 
0 10ml «:Jg*. % M-ei 6^W^Ufc e Bffifct^/H 00ml =S:^nx:, 7K 
5 Om 1 T?2HIfcig^h y ^A©«tefij*?SfS5 Om 1 T?)imfc$5fci£U ftttJBt: 

h^97-f— fc-CWfftU Wfiftai^/V-^^f-^ (2:3) J: t> s « 

fB-fb-a^Sj 0 . 2 7 4 g £#fc 0 
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l H-NMR(CDCl 3 ) 

5 1.49 (s, 9H) 1.83 (t, J=2. 5Hz, 3H) 3.19-3.23 (m, 4H) 3.56-3.60 (m, 4H) 
3.95 (s, 3H) 4.68 (d, J=9. 0Hz, 1H) 4.82 (q, J=2. 5Hz, 2H) 5.72 (d, J=9. 0Hz, 
1H) 

5 b ) 4 _ [i- -4- (^P/^;WtKP^^) 

5t:-C4- [1- (2-^=/V) -4- (i/7/-tKn^f/V) -5 
h^^/V^/V- 2 — (A*] 1 

10 t-^f;v^f;wo. 2 7 4 %<d*$J — ;v8m l ?a^Ki3fl»fb?tc* 

3 0%7K^S3. 2mli3J:t;2 8%ry ; e-7*3. 2 m 1 *: Jfl *. 1 .5 
#Ufc 0 h y * i»<E>S&fP7K^ 10 0ml SrflP*!, BT&^^vV l 0 

Om 1 -e2HlttWbf:i 0 ttiSr^*> «|v^V>?A«L, ttEEftffi 

15 (1:9) ^m^®i9> MBflS-MfcO. 0 3 9 g &#fc 0 

^-NMRCCDCls) 

8 1.48 (s, 9H) 1.83 (t, J=2. 5Hz, 3H) 3.13-3.25 (a, 4H) 3.54-3.57 (m, 4H) 
3.91 (s, 3H) 4.33-4.37 (br. s, 1H) 4.77 (q, J=2. 5Hz, 2H) 5.54 (s, 1H) 5.63 
(s, 1H) 6.82 (s, 1H) 
20 c) 4- (2-^^/M 

aKn^- iH-^f-; ?y—jv- 2 — rvn tv^^-i-^^ a^M * 

0 4 - Cl- (2-^^/V) -4- (#/W^^fW-fc KP^r^f^) 

_ 5 _^ h^^/v^n/v- 1 h — r ^ 2 -- r /u] tv<? ^v- 1 - 

25 #A'3tfJ''Ifc t-^f/^^^O. 0 3 8 g©^^oc^^y2ml^tl^h 
ycc^/vr^^O. 0 5 1mlj5WHiW9^0. 058 g©^f 
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,vx>v***s k i m i mm*M%-, 1 5 awam-eattLfc. wk b v **-a>t 

5^0. 10 2ml*3J;t) ! HWtlfy^/0. HBgO^f/Wm 
*/Klml M?£#n?L N 8 tifM^M.X~mW^fr&. @^n?vV5 0 m 1 .SrJP*., 

3tm i %*« 2 o m k h v vj»<o$mimm 2 0 m 1 1 

5 h V V -ts olSfPTK^S 20ml ^M#ci5fc^ U «^ ^ * A -eftift 

f-^-^W (2:1) *flafls-&«jo. 0 2 1 g&#fc„ 

1 H-NMR(CDC1 3 ) 

6 1.48 (s, 9H) 1.82 (t, J=2. 5Hz, 3H) 3.19-3.23 (m, 4H) 3.56-3.59 (m, 4H) 
10 3.84 (s, 3H) 4.84 (q, J=2. 5Hz, 2H) 5.62 (br. s, 1H) 7.02 (br. s, 1H) 

d) 4 _ [ j — (2.-Zf?-~JV) -4-^7/W^>fyV-6-7 ( ^ : -^-7-^-=3f. 
y-6. 7-i?tKP-lH-^KP^S^[4. 5-d] lfy^^-2 

4 - [4-75 / ^"^f-y^- 1 - (2-^=/V) -5-^h^;V#= 

15 A,-iH-f^^/-;i'-2-'f;w] t'^7^y- 1 -Xjvif^W. t 
sL^^mMM 1 1 5 h i ^StMau flHB4fc:#*J«r#fc. 
^-NMRCCDCls) 

5 1. 50 (s, 9H) 1. 84 (t, J=2. 3Hz, 3H) 3. 46-3. 50 (m, 4H) 3. 63-3. 66 (m, 4H) 
3.99 (s, 3H) 5.12 (q, J=2. 3Hz, 2H) 6.16 (s, 1H) 8.85 (s, 1H) 
20 e ) 1- (2-^^/V) -6-^f7W-7-^y-2- (tT^S^- 1 

4 _ [1 - —4— 6— 7— 

6> 7-i?tKP-lH-i?tKo^^y [4, 5-d] 
25 /V] tr^S^— l-*/V^VM t-ZfT-J^XTJl'&MMWll 5 i bfflM 
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MS (ESI) 330. 18 (Mlf-CFjCOOH) 

mmM3 3 3. 1- -6-^f;V-7-^ y-2- (fc^< 
-6. 7-^bKP^$^ [4. 5-d] 

5 4 _ [i- (2-zf=?-~M -4-^/^^^/?- 6 -ff-fl/— 7-$-*y- 
6, T-^bKP-lH-^tKP'f^/ [4, 5-d] 
/V] tV^v^— 1 — ^vsJO-g^ t-^/n^f^O. 0 1 5 g (Di?2 n a 
^yiml h y ^f-frT %Z/0. 0 3 0ml *5 ■fcTJ^^v'&'fb U ^ 0 . 

0 1 5m 1 £r#n?U 1 5 ^Wiat«lfc, >?^Pn^^yinil|5±U!fy 

tv^hy^yj— (ri? h= b y^-TKm^ioffi (o. i%hvy/^^mm 

i£&) trfflV^fco) l-T^U ^IB^^JO. 00 1g2r#fc o 
^-NMRCCDaOD) 

6 1.83 (t, J=2.3Hz, 3H) 3.45-3.49 (m, 4H) 3.74-3.78 (m, 4H) 3.88 (s, 3H) 
15 5.18 (q, J=2. 3Hz, 2H) 

MS a/e (ESI) 312. 25 (MH + -CF 3 C00H) 

ggjjfc&l 3 3 4 . 3- -7 -i?*?-/lsT% y-5-^5vV-2 

- (^7^-i->f;v) -3. C4. 5-d] fc°y^ 

s?^- 4 — a-^ h y 7;i/tp^@t 

20 a) l-^/V-7-^PP-5-^f^-l. 5-^bKP^^'/[4, 
5-d] t°y ¥V> ^-4-&l/ 

5-^t Kcr-T [4, 5-d] fc° }) ? 

4 — Jrls (J.A.Carbon Journal of the Am 
erican Chemical Society, 80, p 6 08 3, 1 
25 9 5 8; i^*— • cn>f • # — S?ir>- ^ • ^ • if • U • 

• yf--f 8 0, 60 8 31, 1 9 5 8) 1. 0 3 5 g©N, N — 
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. 2 9 7ml SrJP*.* 1 5 f^ffflgi&^S&tfUfco B»*^3 0 0 m 1 *3 
Jz^tKI 0 Oml SrflH^U *T«Ul«:zkl 0 Om 1 "^2111^^^ h V VJ*<D$m 

tk^i o om i -ejffi&gfc^u m&&r* 9 sy±>-&&tsk\,. ^ii-fco a 

UlSte^O. 280 gl:#fc„ 
^-NMRCCDC^) 

S 3. 86 (s, 3H) 5. 64 (s, 2H) 7. 11-7. 16 (m, 2H) 7. 35-7. 43 (m, 3H) 7. 90 (s, 
1H) 

10 b ) 1 -^<y 7 - ^7 $ ; - 5 - ^ f 1 , 
gj/_[4_, 5-d] 

^^/V-y-^pp-S-^f;!/- 1, 5-^tKO/f$y/ [4, 5 

-d] 1 3 8 g ©1^ ; -/v 2 m 1 gtK^^ w 

r/©5 0 %ymm 2ml^ 130 'CT? 7 2 B#R«&Lfc 0 S^*^ 
*?/—A'-ffik^7'A' (1 : 19) f£ffl#W.fcl>*ra*f&S46 9.. 13 9 g«r# 
1 H-NMR(CDC1 3 ) 

5 2.73 (s, 6H) 3.79 (s, 3H) 5.59 (s, 2H) 7.12-7.16 (m, 2H) 7.30-7.39 (m, 

20 3H) 7.79 (s, 1H) 

c -) 1 _ / <y^;v-2-^pp-7-^f^7$;-5-^f^-l. 5 — 

i?tKP^^y [4. 5-d] 

U"?tisltft>#Bi4nN y ^ 1>7 ^ o . 3 2 0mi©f K7tb*p 

7 9 V 2 m 1 f®tS.\z.i?'77-As~*y* W & 1 ^^r f7t FP77 l^Hfc 1 . 1 
25 5mim 8^I#Lfc, MT?flE5R©*H^Ts iOfiMR* 1 -'O'^ 
,U-7-^5vVT5/-5-/«9vl'-l, 5-^tFn^?^/[4, 5-d] 
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\?V yify- 4-3-^0. 16 2g©fb7t Kn77V4ml»iIIX., 1 
5Wm^m.-r*W:WVtc.'&, ^f^PPi^yO. 54 0gOTb7tKn77 
y5ml mm&ffiT VtCo 4 u#IOT# bfct&> 3&fbT y*=^©5 3 
Oml ?r*Px^ WBfc^/H 0 0ml -ClfimUfCo ^"^^3 0ml 
5 1> V <7 Msfm^m 3 0 ml ^JliiSkgfe^ U W-v v- !7 A-effe^ U }$JE^ 

(2:D m&#mx.y)mmk&mQ. 0 9 4 g sr»fc„ 

'H-NMRCCDCls) 

8 2.68 (s, 6H) 3.78 (s, 3H) 5.60 (s, 2H) 7.05-7.08 (m, 2H) 7.29-7.37 (m, 
10 3H) 

a) 4 - r i -^^s^v- 7 -s?^ ^vvr ^ y - 5 4 , 

5-7tKP-lH-^f^'/ C4. 5-dl 2-4 Art 

^- 1 -7J/V^^^ t -y^/VJ^TVl- 

l_^V^V-2-^aci-7-v > ^^VT^/-5-^^7W- 1, 5-S?fc 

15 Kp^$^/ [4, 5-d] t°y m-4-tylr*Iil 1 6 c 
^-NMRCCDClj) 

5 1.47 (s, 9H) 2.68 (s, 6H) 3.19-3.22 (m, 4H) 3.41-3.46 (m, 4H) 3.76 (s, 
3H) 5.40 (s, 2H) 6.88 (m, 2H) 7.20-7.25 (m, 3H) 
20 e) 4- [7-^W$;-5-^»^-4-W-4, S-i?bKP 
-1H f^^y C4. 5-dl tf ]} 1-4 )V\ ^7^^-l-7J7V 

4- [ l - ^y i?/v- 7 - ^^ W 5 / - 5 - ^ f 4 - y - 4 , 5 

-i?fc Kp- 1H- f C4, 5-d] fy ^^-2-^^] 

25 -1-TJ/VJ^^ t-T'f^^^O. 117g©7h9tKn77>'5m 
l^Wr^=715mlMt IlTtllf^O. 0 0 9 gSrill*. 
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mzknmfcft?* 1 -? y?77-< — (r-t b - b v (o. x%hv 
7/u*vmwt£&) zm^fro) \^xnnv. mmit^-mo. 007 g &#fc 0 

1 H-NMR(CD 3 0D) 

5 5 1.48 (s, 9H) 3.11 (s, 6H) 3.55-3.58 (m, 8H) 3.69 (s, 3H) 
V^-I-SA,) - 3 . 5-^KP^-:^/r4. 5- dl 

4 _ [ 7 _^^vT^y-5-^^>'V-4-^-^ry-4, 5-^tKn-l 

10 H ->f [ 4 , 5-d] Of] 

jg t _^^voi^^vi3 < fa?i -^n^e- 2-^VSrHlfiW2 5 8 b tlH^ 
l H-NMR(CD 3 0D) 

8 1.80 (t, J=2.3Hz, 3H) 2.75 (s, 6H) 3.44-3.48 (m, 4H) 3.62-3.65 (m, 4H) 
15 3. 68 (s, 3H) 5. 16 (q, J=2. 3Hz, 2H) 
MS (ESI) 330. ledflT-CFsCOOH) 

gt1ifcflil3 3 5. 3 - ( 2 -^^^/V) _5-^^ 7 y-2- ( fc 0 ^ V 
^ ^ _ 4 _ ^ ) - 3 , 5-i?tKP>f^'/ T4. 5 - d ] g P 

20 a ) 5-^^V-2- (fc^I)3?^-4->f/H -3, 

f4. 5-d] tfy^^v-4-^-^ hJLZ2k±HllM^ 
4> 5_^r^y-2-^^^-2H-tf y ^i?^- 3 -a-*' [cas no 

4725 — 76 — 2] (Mart i n e Bel j ean — Leymar ie, 
Michel Pays and Jean-Claude Richer C 
25 anadian Journal of Chemistry 61, p25 
6 3, 1 9 8 3; Y;Vf- , /"<V^Ty-W5x > ^ iS^jV • „ 
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6 1, 2 5 6 31, 1 9 8 3) 0. 2 9 2 g*Jttf4-#^5^P^-l . 
-^/V^V^ t -^xXf^O. 4 2 6 g (T>x.9 J—*' 1 6 m 1 W&KMfc 
I I) 2. 7 1 gSrflPx., 6^Mil^Ufco S^SrM*-e?^*Pbs 

9;v-jmimte (0. l%fP7;Vta^f) £rfflv>fc„) ^-OtS&U U 
mt&Wl 0 . 0 6 1 g 5r#fCo 
^-NMR (CD s 0D) 

5 2. 06-2. 17 (m, 2H) 2. 28-2. 35 (m, 2H) 3. 15-3. 24 (m, 2H) 3. 29-3. 35 (m, 1H) 
10 3.50-3.56 (m, 2H) 3.85 (s, 3H) 8.28 (s, 1H) 

5-dl Q Jf*J-y-2->(AA tr^<y^v-l-^^^Mfe t --ff-As^x 

5 _^^_ 2 - -3, KP>f$^C4. 
15 5 - d ] fc° V 4 h 'J 2 5 8 a 

^-NMlUCDCls) 

8 1.50 (s, 9H) 2.00-2.16 On, 4H) 2.85-2.99 (br. s, 2H) 3.23 (tt, J=ll. 9, 4. 0Hz, 
1H) 3.95 (s, 3H) 4.11-4.40 (br. s, 2H) 8.39 (s, 1H) 13.90 (s, 1H) 
20 c) 4- [1- i2=2±~M -6-*f-fl s-7-**y-B. 

a - 1H -/>;^[4. 5-d] bfu^^v-2- ^^T i^y^v-i-* 

4 _ (6 _^^ /V _, 7 _^y-6, 7-^tKa-lH-^5^ [4, 5 

-d] tfy^^-2-^r^v) tr^pi?^-i-*/u3i?^» t-^/v^^T 1 

25 A-£r«0>Jl 1 9 di»MU *SBflfr£**r#fc. 
'H-NVRCCDClJ 
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8 1.48 (s, 9H) 1.81 (t, J=2.3Hz, 3H) 1.93-2.00 (m, 4H) 2.85-2.96 (br. s, 2H) 
3. 14 (quint, J=7. 9Hz, 1H) 3. 85 (s, 3H) 4. 16-4. 37 (br. s, 2H) 5. 39 (q, J=2. 3Hz, 
2H) 8.24 (s, 1H) 

d) 3 _ - 5 - *J-fV- 2 - 

5 W/V))-3. 5-^tKP>f^y [4. 5-d] 

4- [i- (2 -^^"^/W — 6-^^v-7-^-^y-6, 

iH-^f>;^/ [4, 5-d] \f v 2-4^1 tr^ys^-i-*^ 

10 x H-NMR(CD 3 0D) 

S 1. 80 (t, J=2. 3Hz, 3H) 2. 10-2. 11 (m, 2H) 2. 25-2. 32 (m, 2H) 3. 18-3. 41 (m, 
3H) 3.56-3.61 (m, 2H) 3.83 (s, 3H) 5.47 (t, J=2. 3Hz, 2H) 8.27 (s, 1H) 
MS mle (ESI) 286. 27 (MH + -CF 3 C00H) 

gglifeflil 3 3 6 . 3- (2-^n/V) -5-^^/ V~2- (1^93^-1- 
15 >T/H -3. 5-^KP^-;^r4. 5-c l hV7 

a) 3- -4-^PP-3H-^$^/ C4 . 5~c1 K° !) i? 

[4, 5-c] tfy^/2.0g, 2 
20 -^fyi. 3 7m K IfclfcfrP !>A1.98 g & HH-^f^ATS Kl 

25 7 9 g £#fc 0 

h ) 3- -2, 4-^PP-3H-^^ ^/ T4. 5-c] 
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bTU Vis 

J—M&K-X.^ 3- (2-zf^~^) -4-^pp-3H 
— { * [4, 5-c] try 4 9 0 m g <DT h?tKP7?y5ml 
fc % Uf^A^ y7"n \f)VT % K©fh9t Ka77Vil2. 2 2ml Sr^T 
5 U - 6 6WC2 0«#Lfc. '&hfoKtt&m&m*^*^***^* 
isl. 1 3 gOT^hyt KP77y2ml»>W-6 SUW^i? 

^-NMRC^DMSO) 

6 : 1. 78 (s, 3H) 5. 29 (s, 2H) 7. 70 (d, ^5. 6Hz, 1H) 8. 21 (d, ^5. 6Hz, 1H) 
p ) 4 _ r 3 - (2-^^/V) -4-^PP-3H- f^/ T4. 5~c] 

15 (AA tf^vv^-l— t-^5vW^7VV 

3 _ — 2 N 4— i?^n\3— 3H — ( [4, 5— c] t° 

y^2 11mg, fcf^y^- 1 -XAstfyBt t—^/>^-^TA^l 9 7m 
g> y !)^2 2 2mg^;-/«^> 8 0^3 0#\ 

mttiftm «t v s sn&f&g* 2 4 4 m g 

'H-NMRCCDCls) 

8 : 1. 52 (s, 9H) 1. 87 (s, 3H) 3. 47-3. 49 (m, 4H) 3. 65-3. 68 (m, 4H) 4. 94 (s, 
25 2H) 7.41 (d, J±5. 2Hz, 1H) 8.15 (d, ^5. 2Hz, 1H) 

d) 3- (2-!7*^~/V) -5-^^/V-2- l^zdM ~ 3 - 
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4 _ [ 3 _ -4-^nn-3H — ( ^ ?V [4, 5-c] 

y >^>^- 2 — < As] ^9v?V- 1— ^Vstfl^ t -^^Va^TVVO . 3mmol 
H^©^f/V^^K2ml ici^m^- h y *-*»9 8mg»^^ 1 2 
5 0W4^Wtfct. O Omg, a r^t^ ^/H m 

:c^/n : 10»Si!)#fc^5mg?rMJ7;VtP^iO. 5 m IK 

-immm (o. i%hy7^tpimtt) «:jbv^.) ^-cwku shb^ 

0 . 5 5 m g <Sr#fc 0 
MS m/e (ESI) 286 (MT-CFsCOOH) 

3flfcflH 3 3 7. 3 -*<ZS&JU- 2 - ( V^W- 1-4 A*) - 3 , 5 - i? t 
15 Ka-Y^^y [4, 5-cl b°y^^-4-^-^ h'J7;vtPiiS 

a) 7D/V- (3-^KPtfy^y-4-^f^) T ^ >- 

4 -ai b^V- 3 -= hP Ify S^ifflfcJfil 8. 0 g(Di^/-;V4 OOml 
M^T^V7^>4 0ml 8l*W^*Bl«EUfcoSJS&*S«r»JE*«l^> 
»«ES:Vy *^#7A^bv b^9 7-f— KlX»«U Htxf^-^^tX 
20 (1 : 1) »W^®J:9 «SHfcS*l 3. 6 g S:#fc 0 
^-NMRCCDCla) 

6 4.00 (m, 2H) 5.29-5.35 (m, 2H) 5.87-5.98 <m, 1H) 6.63 (d, J=6. 5Hz, 1H) 
8.30 (d, J=6.5Hz, 1H) 8.31 (br. s, 1H) 9.23 (s, 1H) 

b) N*4*-7!);V-2-^PPe'J^y-3, 4— S?T5V 

25 7l);V- (3-=bUlfy^-4 — (SV) 75^3. 0 2gl^3 5%1^5 
5 m 1 SrJPi 9 0 t)t «Lfc 0 W 1 9 . 1 9 0 W 30 
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T y^=T — * ^ J — )V<D%g$AW®. 2 5 0ml Sr^H^L> 2 O.B#Hfl^# Lfc 0 

SMfcc-TvW 5 Om 1 &jq*., i?7-f MKIU Wltr*/3 

;l/*7A^vhy77^i:t|«L, f^oi^vV -^f-^ (1 : 1) »W 

5 ^MJ:?)«1Efl2^4fe2. 8 8g£r#fc„ 
^-NMRCCDCls) 

5 3. 29-3. 58 (br. s, 2H) 3. 84 (d, J=6. 3Hz, 2H) 4. 26-4. 37 (br. s, 1H) 5. 24 (d, 
J=11.0Hz, 1H) 5.29 (d, J=16.0Hz, 1H) 5.85-5.98 (ddt, J=16. 0, 11. 0, 6. 5Hz, 1H) 
6.43 (d, J=6.5Hz, 1H) 7.66 (d, J=6. 5Hz, 1H) 
10 c ) l-T'J^-4-^PP-l. [4. 5-c] fc°y 

9 Jis—2—*"y 

N*4*-ry/v-2-^Dt«t p yv > >'-3 > 4 - s?r 5^2. 8 8 g©n h= 
h y sHmicjRMfeN, n' — ^ 4 . 4 6 g ©rt b=h';^4o 

15 7k5 0 0ml, *3 0 0mll^j|U f ill: 1 Ntil 0 Om 1 -e2|lit 

b y v ^(Dma^mmi oomi t?jii&^utip*^*3'*A^wu 

^VV-^on;**^ (1:1) *ffl#W£9«IBflS'a*J2. 3 0g«r#fc o 
^-NMRCCDCls) 

20 5 4.51 (d, J=5.7Hz, 1H) 5.25 (d, J=16.0Hz, 1H) 5.30 (d, J=10. 9Hz, 1H) 
5. 85-5. 95 (ddt, J=16. 0, 10. 9, 5. 7Hz, 1H) 6. 91 (d, J=6. 9Hz, 1H) 8. 10 (d, J=6. 9Hz, 
1H) 8.99 (br. s, 1H) 

d) 1-7!);v-3-^;v-4-^pp-1, 3-^tKP^f^/[4, 
5-c] tryi?is—2-*is '- 
25 i-7y^_4-^PO-l, 3-i?fcKn^5^ U, 5-c]try^V 
-2-tVl. 0 5g©N, N-^f/V*;^r5 K5 Oml»»!) 
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«^^0. 7 6 g38J:t^<^A'^n-^-f KO. 9 4gm, Sfitl4^I 
#Lfc 0 tK 3 0 0 m 1 *3 £tflfflfec?-/l' 3 0 0ml Mx.> ^t&S&TK 100m 

i -e 3 in tia-fb-f b y * A©<afft*»»t ioomi T?ji«&$5fci£u mst*??*^ 

? A-ClfcflfcU HtffiWBU tSfB-ft^ 1 • 5 7 g &#fc„ 
5 'H-NMRCCDCls) 

8 4. 56 (d, J=5. 7Hz, 1H) 5. 23 (d, J=16. OHz, 1H) 5. 30 (d, J=10. 9Hz, 1H) 5. 44 
(s, 2H) 5.85-5.95 (ddt, J=16. 0, 10. 9, 5. 7Hz, 1H) 6.91 (d, J=6. 9Hz, 1H) 
7.25-7.34 (m, 5H) 8.08 (d, J=6. 9Hz, 1H) 8.99 (br. s, 1H) 

3-^bKo>f-;^/ T4. 5-c] b° 

10 U i^V- 2 —Hr*S 

1 _ T y /V _ 3 _. 4 — jrvv— 1, [4, 5 

-c] tfUi^^- 2-^-^0. 75g©l, 4— SWffrS'l 5 m 1 . 
5mK4-^f^*'^N-t^Fl. 0 6 g N 2%^^^A^tK^K 
3mlj3j;«3t?iithy^l. 9 4 g<D7.tog$E6m 1 SrAPX.. 18^ 
16 6 0 ttM bfco 7K 2 0 0 m 1 SrJlI jfc, SMfcc^TU 10 0ml -Cjfiffi Ufc e ^ 
$SJl£7k2 x 5 0ml tmt-}- V V *A<D|gfftodcig?R5 Oml U 

3 8 g £#fco 
20 'H-NMRCCDClg) 

8 5. 44 (s, 2H) 7. 01 (d, J=6. 5Hz, 1H) 7. 30-7. 38 (m, 5H) 8. 08 (d, J=6. 5Hz, 
1H) 9.18 (s, 1H) 

f) 3-^^v ? yV-2. 4-^PP-l. 3-^bKP^f$^/ [4. 5- 

c] tfy^y 

25 3-^^-4-^nP - 1, 3-^tKP^5^/ [4, 5-c] fcfys? 
^-2-^-^0. 3 8 3 g\Z$-*ci/mkV ^5m 1 *5 £ 3E3frffc P VO. 338 
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w (2 : i) t&m&m&Qmsfo'&too. i3 g &#fc„ 

5 ^-NMRCCDClj) 

6 5. 43 (s, 2H) 7. 12 (d, J=6. 5Hz, 1H) 7. 30-7. 38 (m, 5H) 8. 18 (d, J=6. 5Hz, 
1H) 

4- Q-^yy;;V-4-^PP-3H — UL^jS ^4. 5- cl fcfi)S? 
v _2-xf/y) \f**.?*?ls-l t- ^fr^XTJH' 

10 3 3-^KP^5^/ [4, 5-c] 

^ij.^O. 1 2 7 g <£>N, N-^ ^vVsJvVAT ^ Klml ^ 
-\-jj,Vi$ym t-^JV^^fVQ. 0 94 gtrJPX, 15 0 < Ct?2^PW 
MUfco f»*^ 2 5mllJDi *t£Jl 1 0 m 1 -C 3 HJ ^ ittflrt- b U 
•^AOtSfPTK^l Om 1 -eJW^^U, «v^V!>A«L, ttEftfll 

^rih^ (3 : 2) OWia-ffc^O. 0 2 9 g £#fc 0 

'H-NMR (CDC1 3 ) 

8 1.44 (s, 9H) 3.21-3.25 (m, 4H) 3.49-3.53 (m, 4H) 5.53 (s, 2H) 7.08 (d, 
J=6.5Hz, 1H) 7.30-7.38 (m, 5H) 8.14 (d, J=6. 5Hz, 1H) 
20 h) 3 2 - -3. 

y r 4 . 5 - c ] o s?^- 4 — a-^ h y y^a-PiEing. 

4 _ (3_^x^-4-^n^ -3H->T [4, 5-c] tfy^^- 

2 - / f;v)if^7>;y-i-^yi t-^H^f^O. 0 2 9 g©N, 
N -^^,Vj}vW>T^ K2mlfi!^lml$5it;3 5%iSlml %JP^> 

(T-feh=hy/v-7K^W)+s (0. i%hy7^»Bm^t) srfflv^ 
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fco) l-Ttit, nm&toO. 00 6 g«r#fc, 
MS (ESI) 310.29(MH + -CF 3 C00H) 

$ttM3 3 8. 3- -2- (1^9^-1— W ~3, 

r-^^;^/[4. 5-cl m7;vtPtgfet 

2-^-lH-^^/^-4, 5-^;^=bP^[CAS No 
5 0 8 4 7-0 9-13 9 0. 6 g ON, N-^f/W^AT? K5 2 0ml 
»»!)^6 9. 8gJ5Wl-^-2-^74ml©N, N 
10 _ ^ f,^^T 5K5 0ml 5 0^8 B#|HWn» Ufc„ SB»^ 

^/H 1 i*5 0 0mlSrin^ **WI 5 0 0 m 1 t? 2 HI fc&fl^ h !> * A 
0|frffl7K«5 0 0ml T'Mi^^U0m^^^^^^^^ff^ L ' fc '> 

(1:4) ^m^Pi i 9 flMBft^ 48. 0 g &#fc 0 

15 »1HMR(CDC1,) 

5 1.87 (t, J=2.3Hz, 3H) 4.85 (q, J=2. 3Hz, 2H) 

bj 9.-^ P ^-i- (2 -5->7;-ih-^;^/v- 

1- (2-^=/V) -lH-f^y/^-4, 
20 = MJ/l/4 8. OgO^^/^SOOml SHSlC*5t» 2 5 m 1 fcjB 11 

^5 0 Oml i*500ml^U zKSHb# V 9^tpH8 C^tfc. * 
i^Hxf;V5 0 0mltiti)U ?K»^^V^At?f6« 

25 ^^/U-^^f-V (1 : 3) m\&$m& } QmSft& t fo2 1. 7g*#fc. 
'H-NlflKCDCls) 
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5 1.43 (t, J=7.0Hz, 3H) 1.87 (t, J=2. 3Hz, 3H) 4.46 (q, J=7. 0Hz, 2H) 4.85 
(q, J=2.3Hz, 2H) 

c) 4 _ [i- (2-Z?f-~/U) - 6 - - 4 -a 1 
5 )V_ 

2-^x2^-1- (2r--7T~M -5-i/7;-lH--f ^ ?V—;V- 4 - 
:n?vvcn*7VV2 1. 7 g SrHJS^J 1 15b £P«ll-M3lU «SB 
-fb-a-^) 2 5. 1 g £r#fc 0 
^-NMRCCDCla) 

10 8 1.43 (t, J=7.0Hz, 3H) 1.49 (s, 9H) 1.87 (t, J=2. 3Hz, 3H) 3.22-3.26 (m, 
4H) 3.56-3.61 On, 4H) 4.44 (q, J=7. 0Hz, 2H) 4.68 (q, J=2. 3Hz, 2H) 

d) 4 - [~ 1 — ( 2 — - 4 - 5 - i/7 / - 1 H--< ^ 

4 _ [ 1 — (2-y^=/V) - 5 -v-7;- 4 — * y*r-yj3)V-$.~)V- 1 H- 

5 . 1 g / — A' 5 OOml 5 NtKI^^ h V 16ml &;&P 
2k 5 0 0 m 1 \Z.mM U 2 N&SI 5 0ml *Mtt 0 %m\tf- hVVJ* 

<Dma7k®%i 200ml t*m^^mk^^ *sv ^mk\^wwsm\M^^ 

20 2 3 . 2 g Sr#fco 
^-NMRCCDClj) 

6 1.49 (s, 9H) 1.87 (t, J=2. 3Hz, 3H) 3.22-3.26 (m, 4H) 3.56-3.61 (m, 4H) 
4.68 (q, J=2.3Hz, 2H) 

^ 4- fl- (2-:/^~/V) -5->7;-4-t KP »Wf/W- 1H 

25 -w $ yy~A'- 2 — f /vi tr^7i^v- 1 t =z g gvk^*z^ 

-10^4- [1- (2-^=/V) - 4 5 - */7y - 1 H 
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_j ^ 2 -4jV\ M^fW- 1 t -zf'f-JV^y-fV 

2 2. 9gOf f?tKP7?y6 00ml|:M/aW^6. Sg* 5 ^ 
^bbWV^/H 0. 19g©f h9tKo79Vl OOml^SrMT 

5 Hf^h!J^9. 45gO*100mHW(trFtfc. 1 «PM«, S»*^A' 
5 0 0mlSaJ:tfi*C5 0 0ml*raP^ lNJM-?pH5l'-g^Sb;MgL 1ft 

aMW- b y *A©»ft3K»«5 o om i ^w^as^uffiffift^^^^^-eis*^ 
10 ^ ;v _^-5}-v (4:1) q- i 

'H-NMRCCDCls) 

5 1. 48 (s, 9H) 1. 84 (t, J=2. 3Hz, 3H) 2. 26 (t, J=6. 3Hz, 1H) 3. 13-3. 17 (m, 
4H) 3.53-3.57 (m, 4H) 4.58 (q, J=2. 3Hz, 2H) 4.64 (d, J=6. 3Hz, 2H) 

n 4- ri- - 5 ; - 4 - ^v-; 1 h-^ ^ 

4- [1- (2-^^/V) -5-V7;-4-k KP^Wf^-lH-' r 
5 2 -J jV\ M'^yVl/- 1 -tf/Htf^Bfe t -^^x^f/V 1 . 

35g©^PP^y5ml ^iJl-^fc;^^^^ 3 . 2 8 g RJfcifc 

3 ) ^m^® i 9 ^|B^% 1 . 1 1 g S:#fc 0 
'H-NMR(CDC1 3 ) 

5 1.50 (s, 9H) 1.88 (t, J=2. 3Hz, 3H) 3.24-3.28 On, 4H) 3.59-3.63 (m, 4H) 

4.70 (q, J=2. 3Hz, 2H) 9.87 (s, 1H) 
25 g ) 4 - [l- -5->7;-4- ^-■xhfrVftA'*- 
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KP79^5ml»»[R:**ftthy ^7^0. 0 3 8 g SrJPxfCo 4- [1- (2 
--ff-z^fl,) -5-^T/-4-^/V5/>- lH->f 5^/- /V-2— Y/K] tf 
5 1 t -^f/l/x^f/WO. 3 10gCf h?tKP7 

7y5mll:M, 3 0^»#Ut o ^xf;i,5 Om 1 fc^O. 1 NTKBkfc 

(3:7) »W#MJ:0 0. 3 8 0 g Sr#fc 0 

10 'H-NMRCCDClg) 

6 1. 33 (t, J=7. 4Hz, 3H) 1. 50 (s, 9H) 1. 86 (t, J=2. 3Hz, 3H) 3. 19-3. 23 (m, 
4H) 3.55-3.59 (m, 4H) 4.25 (q, J=7. 4Hz, 2H) 4.59 (q, J=2. 3Hz, 2H) 6.70 (d, 
J=15.8Hz, 1H) 7.50 (d, J=15. 8Hz, 1H) 

h) 4 - [x- i2=7±~M -5-V77-4- ^-fr/Usfrfr^tfJs/V) 

4- [1 - - 5 -V7;-4- (2-31 h^i/*^#=/Hf 

-ih — f $^/-/V-2 — fAO 
"^/i/M^vvSr^ifcfll 3 3 8 di: P^^MSb^fa^^Sr^^o 
20 1 H-NMR(CDC1 S ) 

g 1. 50 (s, 9H) 1. 86 (t, J=2. 3Hz, 3H) 3. 19-3. 23 (m, 4H) 3. 55-3. 59 (m, 4H) 
4.59 (q, J=2.3Hz, 2H)' 6.70 (d, J=15. 8Hz, 1H) 7.50 (d, J=15. 8Hz, 1H) 
n 4 - [i- - 5->7;~ 4 - (2-T^K;fr/wE=VW 

25 •?*f-)V^^ s TA' 

mm<D&mts.T> 4- ci- (2-y^^v) -5-^77-4- (2-#/v 
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t-^/UM^VO. 2 0 0 g, h'Jxf/UT§yO. 0 7 3ml*J:^7 
aL^;V^^mr^Y0. 1 0 8ml©t-^/^V2ml»4^5 
CC-eflnH&Uf'o @|i^f;V5 0mltt^ tK2 0m 1 -e^^ufco ^T^PSr 

^-CtfliU^ f^^^vV-^^ih^ (2:3) #ffl^||J;!)iBfl!^*0. 

1 7 8 g &#fco 
^-NMRCCDCls) 

5 1. 48 (s, 9H) 1. 86 (t, J=2. 2Hz, 3H) 3. 19-3. 23 (m, 4H) 3. 55-3. 59 (m, 4H) 
10 4.59 (q, J=2.2Hz. 2H) 6.67 (d, J=15. 4Hz, 1H) 7.56 (d, J=15.4Hz, 1H) 

y 4 _ f4- (2- t h=fr->#/Wf?~;VTS / bT= 7V) -1- (2-^ 

-5-jxry-iH->r ^^>y-7v-2-^ 7vi g^s^-i-*^ 
mm<D^mn.T, 4- ci- (2-^=^) -5-VT/-4- 

jfl^gfc t-^f;H7f;V0. 178gOt-^y-/H0mHIRftlB 
l 6 9 g Sr#fc 0 

20 ^-NlOKCDClj) 

6 1. 48 (s, 9H) 1. 84 (t, J=2. 2Hz, 3H) 3. 16-3. 19 (m, 4H) 3. 54-3. 58 (m, 4H) 
4.51 (q, J=2.2Hz, 2H) 5.83 (d, J=15. 0Hz, 1H) 6.43-6.53 (m, 1H) 7.55-7.66 (m, 
1H) 

k ) 4- f4- (2- t-^b^V^^^VT^/ tf^/ H -1- (2-^ 
25 tf-^V) - 5 -^^W^^7V-lH-^^^y , -/V-2- ^>>Vl 1^*9 3^-1 
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4 _ [4 _ ( 2 - t-^h^^^=-^T^/\f^) -1- (2-^= 
/V) _ 5 _, y7 ; - ! H -/f ^ 2 -f/V] fcf^S^- i -*A^#V 

£ t _ ^/vai^^vSrllJfi^J 3 3 2 b t mUfcl&M L^ia-fb-a^&^fco 
1 H-NMR(CDC1 3 ) 

5 8 1.48 (s, 9H) 1.84 (t, J=2.2Hz, 3H) 3.21-3.25 (m, 4H) 3.54-3.58 (m, 4H) 
4. 68 (q, J=2. 2Hz, 2H) 5. 90 (br. s, 1H) 6. 36 (br. d, J=14. 8Hz, 1H) 6. 92 (br. d, 
J= 8. 4Hz, 1H) 7. 45 (br. s, 1H) 7. 52 (m, 1H) 

y 3- -2- sris-i -**) -3. S-'^F 

10 4- [4- -1- (2-^= 

,V) _ 5 - 1 H->T 5 ^'/-^ 2 f/V] 

jV^M 0 0 7 5 g<D3^^y—/V0. 3ral»5 

NtiO. 1ml Mx, ISffllWLfe. i^*r*fE«*U»*r« 

tam^M^* 3 ^ f^77^- (T-t h= h y;v-fommi® (o. i%by 

15 :7/v;*-t«gm^r) Srfflv^o) icrWfiRU ^IB-fb^o. 0 04 3 g r#fc, 

^-NMRCCDjOD) 

8 1. 81 (t, J=2. 4Hz, 3H) 3. 45-3. 48 (m, 4H) 3. 62-3. 65 (m, 4H) 5. 15 (q, J=2. 4Hz, 
2H) 6.60 (d, J=7.1Hz, 1H) 7.18 (d, J=7. 1Hz, 1H) 



MS m/e (ESI) 272. 32 (Mtf-CFsCOOH) 



mmm 339. 3 - 


(2-^=/V) -5 - -2- 


<tr 


— 1 -4 JV) 


-3. 5-^tKP^f^/r4. 5-c] trys^- 


-4 


—Uris V V 7)V3rxi 

a) 4- T3- (2 


-4-^V-4. B-i?tKo-8H' 


— r 


5 ?V [4, 5-c] 


t°y w— i-<<)v\ 1 


t — 



25 ^f;va7f;V 

3 - (2-^^^) -2- (fcN<7^>— 1-WVV) -3, 5-i?tKo>f 



WO 03/104229 



PCT/JP03/07010 



296 

[ 4 1 5 - c ] y S?^- 4 -rf-V h y ■yjvUrv- 2 5 8 
^-NUffiKCDClj) 

5 1.49 (s, 9H) 1.83 (t, J=2. 3Hz, 3H) 3.35-3.39 (m, 4H) 3.60-3.64 (m, 4H) 
5 5.07 (q, J=2.3Hz, 2H) 6.55 (d, J=7. 1Hz, 1H) 6.97 (d, J=7. 1Hz, 1H) 

h) 3- {1-ZT?-~)\A -5- - 2- (b'^v^ 

_-, _ 3 , KP^^^/ T4. 5-c] V 4-*-^ h 

y 7;vtP^t 

4 _ [3 _ -4-^y-4, Kcr-3H--T 5^ 

io ^[4, 5-c] trys^-2— r/v] tr^^v-i-*^*^* t-^ 

J H-NMR (CDjOD) 

5 1.83 (t, J=2.4Hz, 3H) 3.05 (t, J=7. 3Hz, 2H) 3.45-3.48 (m, 4H) 3.62-3.65 
15 (m, 4H) 4.26 (t, J=7. 3Hz, 2H) 5.18 (q, J=2. 4Hz, 2H) 6.46 (d, J=7. 3Hz, 1H) 
7.15 (d, J=7.3Hz, 1H) 7.16-7.30 (m, 5H) 
MS Ve (ESI) 376. 36 (Iflf-CFsCOOH) . 

^#13 4 0. 3- (2-^^/V) -5- (2-y^/^=^^) -2- 

-3. T4. 5-c] ^y^V . 

4 _ [ 3 _ -4-^y-4, 5-v?tKP-3H-^?y 

y [4, 5-c] try^>--2-> f/v] tX7i?y-i-*;v^yf t-^ 
;V3iXx>'V^J;t^2-^i3^^^7^=/^^^^ v ^^WJ 2 5 8 b t 

25 l H-NMR(CD 3 0D) 

6 1. 80 (t, J=2. 4Hz, 3H) 3. 45-3. 48 (m, 4H) 3. 62-3. 65 (m, 4H) 4. 30 (t, J=5. 5Hz, 



WO 03/104229 



297 



PCT/JP03/07010 



2H) 4.44 (t, J=5.5Hz, 2H) 5.16 (q, J=2.4Hz, 2H) 6.59 (d, J=6. 1Hz, 1H) 
6.87-6.91 (m, 3H) 7.20-7.24 (m, 2H) 7.50 (d, J=6. 1Hz, 1H) 
MS w/e (ESI) 392. 34(MH + -CF 3 C00H) 

gfc* fl W fa4 1. 3- -5 - (2-^y-2-7^;^ 

5 ju) -2- (tr^S?^-l-W/V) -3. 5-^FP-f^'/[4, 5-c] 

4 _ [ 3 _ (2-^=/V) -4-^y-4, 5-^tFP-3H-^$^ 

>/ [ 4( 5-c] ify^y-2-f;w] ^9^-1 t-^ 
7Vji^7 i ;v*5J:^2-^i3^r-fe F7x/ ^Sr/Bv>-CglJfe0»1 2 5 8 b kmm^ 

10 IU «|&ffc^«fSr#fe. 
^-NMRCCDjOD) 

S 1. 79 (t, J=2. 3Hz, 3H) 3. 46-3. 50 (m, 4H) 3. 64-3. 68 (m, 4H) 5. 16 (q, J=2. 3Hz, 
2H) 5. 61 (s, 2H) 6. 65 (d, J=7. 3Hz, 1H) 7. 37 (d, J=7. 3Hz, 1H) 7. 57 (t, J=8. 0Hz, 
2H) 7.69 (t, J=8.0Hz, 1H) 8.10 (d, J=8. 0Hz, 2H) 
15 MS Ve (ESI) 392. 34(MH + -CF 3 C00H) 

afcMffa ya^g. 2- [3- {2=7±HEM -4-**y-2 - 

4 -^KP.^^'-/r4. 5-c l ^U^-5-^;M 

4 _ [!_ (2-^^V) -7-^y-6, 7-^tKn-lH-^5^ 

/v^^x/v^J:t5 2-7*P ; E-^^v^<^y= hV^m^xmmm2 5 8 b £H3 

^-NMR (CD S 0D) 

5 1. 78 (t, J=2. 3Hz, 3H) 3. 45-3. 49 (m, 4H) 3. 64-3. 67 (m, 4H) 5. 14 (q, J=2. 3Hz, 
25 2H) 5. 47 (s, 2H) 6. 67 (d, J=7. OHz, 1H) 7. 20 (dd, J=7. 2, 1. OHz, 1H) 7. 46 (td, 
J=7.2,1.0Hz, 1H) 7.50 (d, J=7. OHz, 1H) 7.60 (td, J=7.2,1.0Hz, 1H) 7.80 (dd, 
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J=7. 2, 1. 0Hz, 1H) 

MS Ve (ESI) 387.34(MH + -CF 3 C00H) 

$Mil3 4 3. 3- {2l=?±~M ~4-^y-2- ( 1^7^-1 - 
JAA-A. 5-^Fp^$^/[4. 5-c] \?V 3?^- e-X ArtflstiL * 

a) 4 _ [!_ - 4 - fc Kp ^i/^ f^- 5 - f t^?;^ 

5 9 6 g^ /— /V 5 0ml «S£HHi&fbT V & 5 0 %7|c^ 10ml?; 

flqfc % 1 6 t^tfi-C»#Lfc„ «^^/V4 0 0ml SrJP*., *100mlt' 
3HIi:t{l2t h y ^AOt&fn7X^l 0 Om 1 ^K#^U*»^*S'*A-T» 

15 ^ai^/V-^drih^ (4:1) mft&m £ 9 Wfcit&to S . 2 2 1 g 
^-NlflKCDCls) 

S 1. 49 (s, 9H) 1. 84 (t, J=2. 4Hz, 3H) 3. 17-3. 21 (m, 4H) 3. 54-3. 60 (m, 4H) 
3. 62 (t, J=5. 8Hz, 1H) 4. 68 (d, J=5. 8Hz, 2H) 5. 05 (q, J=2. 4Hz, 2H) 7. 35 (br. s, 
1H) 8.46 (br.s, 1H) 

20 b) 4— [4- ( t -^^7ag^/9g^ ? /^ -1- (2 — 

-5-ft>»;v^/v-lH — £ /v- 2—fVH tf^93? 

4 _ [ 1 — (2— -ff-s-jV) - 4 - 1 Kp d E-v'^ f ^~ 5 - f t*/W^^ ;W 

-1H ( %?y—;V-2--<JiVl }*'<?i?l'—l—#A'tf>Wt t-zff-A'X. 

25 Xf;V3. 22 1gCDN, N-^f^AT? K2 5ml»»|i:^^- 
;W0. 6 6 8 g^5J:U?t-^/V^ncr^7ai=/Vv'9> / 2. 7 0 g 1 
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6 H^ItT'»#Lfco Bffift^^ 3 0 0ml SrJP*.* ^fflMtefo lOOmlt* 

zmkm^r v v $ j*<Dmnrt.mmi oomi ^m/kmtisffiwt^?*^*^ 

(2 : 3) ^w^m<t ynm<k&vn4. 3 5 7 gSrHfc. 

5 Mr-NMR(CDC1,) 

5 1.05 (s, 9H) 1.49 (s, 9H) 1.84 (t, J=2. 4Hz, 3H) 3.06-3.11 (m, 4H) 
3.53-3.57 (m, 4H) 4.74 (s, 2H) 5.19 (q, J=2.4Hz, 2H) 7.31 (br. d, J=4. 1Hz, 
1H) 7. 37 (t, J=7. 2Hz, 4H) 7. 44 (d, J=7. 2Hz, 2H) 7. 63 (d, J=7. 2Hz, 4H) 9. 28 
(br.d, J=4. 1Hz, 1H) 

10 c) 4 — T4- ( t - ^f ;V^7x^>7^^^^^ -1- (2 — 

4 _ [ 4 _ ( t -zf^/vVy^—^s^—jvir^ff-jv) -1- (2-^ 

15 l-%/\sy$>Wt t -^fvW^TV^. 351g©^PP^yi00ml 

msfc'r v =7 y^v^-vi u o m mj * f-fr** y=?^i. 23 g &an*.s gmr? 

mQ7kmWi loomii mtr V J»tifia*.mt i o o m l -cMffiWfci* 
B*r >T**s*7& *?f£0l U«E*« Ufco aUBft:^ 4 . 4 3 9 g <Sr#fc 0 
20 'H-NMR (CDC1 3 ) 

8 1.05 (s, 9H) 1.49 (s, 9H) 1.84 (br. s, 3H) 2.36 (br. s, 3H) 3.11-3.15 (m, 
4H) 3. 54-3. 58 (m, 4H) 4. 63 (br. s, 2H) 4. 66 (br. s, 2H) 7. 37 (t, J=7. 2Hz, 4H) 
7.44 (d, J=7.2Hz, 2H) 7.63 (d, J=7. 2Hz, 4H) 

25 i u-4 s ^Mb 2 br^^v- l 
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4- [4- (t -Wi?7x-;^9=^t^^f;v) -l- (2-^ 

-,^) - 5 - ^ ^vV* A<7 T ^/V^Vtf^ ^ K-f /V- 5 W—)^- 2 - 

✓f/v) t°^^^^-l-*^^ t-^/V^-^X/VS. 0 5 g©f b7t 
Kn^^Vl 00mlW^5NM3 Oml St^PX, 2 2^raM-e»#Ufc 0 

A^n-7b^77^H:tftlSU BWk^^A- (2:3) mm&M£ 

B «|&ffr&W 2 . 2 4 g £#fc 0 
10 1 H-NMR(CDC1 3 ) 

8 1.49 (s, 9H) 1.84 (t, J=2.3Hz, 3H) 2.47 (s, 3H) 3.21-3.25 (m, 4H) 3.27 
(t, J=5.6Hz, 1H) 3.56-3.60 (m, 4H) 4.81 (q, J=2. 4Hz, 2H) 4.89 (d, J=5. 6Hz, 
2H) 

^ 4- fl- (2-^^V) -4-»^'>-S-^ ^77 ;: ^ 

4- [1- (2— -4-t Kndfi/^f;w-5-^f;^^7r = 
i h— f ^ 2 — f /V] br**?^- i 

t -zff-^^^fV^^mm 1 1 5 g &RHRK:&&U SHBffr&fcJSrWfc. 
20 'H-NMRCCDCls) 

5 1.48 (s, 9H) 1.84 (t, J=2. 3Hz, 3H) 2.58 (s, 3H) 3.22-3.26 (m, 4H) 
3.56-3.60 (m, 4H) 4.80 (q, J=2.4Hz, 2H) 9.88 (s, 1H) 

n 2 - (4- t -•^Kdp-^/VaS^VtT^?^- 1-^ ^ -3- (2- 
y^Aj - 4 -^-^y-3, 4-i?tKP>f$y'/ T4. S-c] tfP3?^- 
25 5. 6— S^A'aftVlft 5zrj^k^ ± s-^^ji^^V 
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m^TVVO. 17 4 g©^on^^2ml»l, 8 -S?T if * i 5 . 

4 0] _ 7 -*VxizV0. 0 7 9 gfcW4- [1- -4 

/V] lf^9^-l-3tr/U#^» t-T'^VV^TVl-'O. 194gC*^BP 
^ * ^ 5 m 1 SriPx., 16 B#M^m-C8t:# U?c 0 8HK«r«0E*« U JW*^ 5 

mttiftM <fc 9 aURfb'&*» 0 . 1 4 7 g £#tfL„ 
'H-NMRCCDClg) 

5 1. 49 (s, 9H) 1. 83 (t, J=2. 3Hz, 3H) 3. 37-3. 41 (m, 4H) 3. 59-3. 64 (m, 4H) 
3. 83 (s, 3H) 5. 04 (q, J=2. 3Hz, 2H) 5. 46 (s, 2H) 7. 33-7. 38 (m, 3H) 7. 41 (s, 
1H) 7.45-7.48 (m, 2H) 

g) 4 _ [ 3 - ( 2-7^-/1') -4-t^y-6- h 9 h^ ^^-4. 
5-^Kp-3H-^-;^/ T4. 5-cl b°!)y?y- ^12^ 

M^ofcb2- (4 - t -7 y**s-Zuvtf~;vV<7 Vl/- 1 ->T /v) - 
3 - (2-^=/V) -4-^-^y-3, 4-^t Ko-f [4, 5-c] 

G-*J>%;ViSl/m 5 — <^^V^^^/V 6 — *f-jV^* J ??\' 
0. 14 7 gffl^/^2mli»Mfc. 1 6«PIWM-C*^bfc«, ft 
ixf;MOml , SfrfbT I^e=?.fc><Z> 5 %zk?£?&2 0 m 1 isWlNlllm 

1 0 8 g £r#fc 0 
1 H-NMR(CDC1 3 ) 

6 1.50 (s, 9H) 1.83 (t, J=2. 3Hz, 3H) 3.20 (s, 9H) 3.37-3.41 (m, 4H) 

3.59-3.64 On, 4H) 5.07 (q, J=2. 3Hz, 2H) 6.82 (s, 1H) 8.60 (br. s, 1H) 
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h) 3- (2--?^-^) ~ 4 - t^y - 2 - (tf^^^-l- 
4 JV) - 4 , 5-i?bKP^^/ C4. 5 - c 1 

4- [3- (2 /V) -4-t^-y-6-hy^ 5 

5 -^tKn-3H-^>;^/ [4, 5-c] \?V Vis- 2-' ( >V\ V'*??*- 

i -j&^yt t -^A'x.xTA'&m&m 3 3 8 1 1 mm^m^mit^- 

^-NMRCCDsOD) 

S 1.81 (t, J=2.3Hz, 3H) 3.45-3.49 (m, 4H) 3.64-3.67 (m, 4H) 3.95 (s, 3H) 
10 5.17 (q, J=2.3Hz, 2H) 7.35 (s, 1H) 
MS Ve (ESI) 330. 16 (Mtf-CFsCOOH) 

mmm3 4 4. 3- 2- 

v^^-l—r/V) -4. 5-i?tKo^$^ [4, 5-cl 

# surf >m * f-/^ * zjk b y zzk£ p §^M^ 

15 4- [3- (2-^=/V) -4-t=¥y-6-HJ^ b^Wf;V-4, 5 

-i?kFn-3H-^$^ [4, 5-c] — r/n t o ^9^>-- 

l-^77VJiK^ t ^^WX^^O. 0 3 0 g©N, N-^f;^A7 
5F2ml^»y!>^0. 0 2 4 g*S£tf3 p-ffc^/K). 0 2 7ml 
^P^L, 5 O'ClM 8^TOWJibfc 0 ^f;V2ml *5£TJ*zk2m 1 Sr^n^L. 
20 *Ji«rfilfl|3i^A'lmlT?|l6WU Zl^Lfc 0 ^£(DI>fco& 

SiS***e*ll6U8KS«r* ^0. 5ml»Llffl5NliO. lm 

= h y ( o . 1 % ^ y «rji v^.) ictftn^ 

^lE^k-a-^i 0 . 0 0 7 g 
25 ^-NUR (CD 3 0D) 

5 1.81 (t, J=2.4Hz, 3H) 3.45-3.48 (m, 4H) 3.62-3.65 (m, 4H) 3.74 (s, 3H) 
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3.94 (s, 3H) 5.17 (q, J=2.4Hz, 2H) 7.25 (s, 1H) 
MS (ESI) 344.30(MH + -CF 3 C00H) 

3^0113 4 5. 3- {2=7±~M -5-^^V-4- ^y- 2- {&< 
-4, [4. 5-cl 

v^^ttk i m i -eassu 4 8 B#raMWT-M3tsfEUfc 0 mm^^wmv, 
sxwmmmi 1 5 i ^ii^n, traM&fr*o. 0 1 0 g<£r#fc 0 

MS Ve (ESI) 329.32(MH + -CF 3 C00H) 
10 ^346. 3- (2-^^/V) -4-^y~5- (2 -^3^-2- 
T^jV^gvV) -2- (^7^y-l-^/V) - 4. 5-i?tPP^^/ 

T4. 5-cl ^!)^y-6-^vi ^f;^f;v MJ 77V *-qffEMfe 
4 - [3- -4-**y-6- * 5 

15 -i? t KP-3H->f^^/ C4, 5-c] r/K) tf-^^v- 

3 4 4 ^l^il^lU, ^fB-fli^SrWfeo 
MS m/e (ESI) 448. 31 (Mtf-CF 3 C00H) 

Miflll3 4 7. 3- -5- (2 -i/7/^;v) -4-^ 

20 »y-2- (hV*^3?V-l-* QV) -4. 5-^fcKP-f^y s / f4. 5-c] 

4 _ [ 3 _ (2-^=/V) -4-^y-6 - MJ^ b^f-^-4, 5 

-^tKn-3H-^^/ [4, 5-c] fye;y-2-^^] tf-^^v- 
25 mMm 3 4 4 1 iRH-m-^yau ^fate-a^srWfco 

MS m/e (ESI) 445. 32 (M^-CFsCOOH) 
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tt ff«4>l. 3- -5- (2-^7;^^) - 4 

^y_ 2 _ (tf^^^?^-l->f7V) -4. 5-i?tKP^ S^/r4. 5-c] 

4 - [ 3 - -4-**y-6- hV * 5 

5 kp-3H-^?^/ C4, 5-c] ey^y-2--f;v] tv^^v- 

4 5 ^pm^SIU *»fb#**#^t. 
MS a/e (ESI) 430. 34 (Mlf-CF 3 C00H) 

mmms49. 1- (2-y ^ =^v) -5-^^-2- (if^^y-i- 

10 ^v) -1. 5-^fc KP^f-;^ / T4. 5-d] b » 

fl ) -1 3- -2-^PP-5-^f^~3. 
T4. 5-d] tf U^X-4-:^ 

15 a -) -2 1- (2-^=/V) -2-^PP-5-^f^- l- Kp 

[4, 5-d] wf*J^-4-*^ 

2-^n-5-^;>-l, 5-^tFP^5^[4, 5-d] yViTS? 
•y-4-*"*0. 184gON, N-^f^AT5 Kl Oml»Kt 
#y?J*0. 1 6 6 g^W2-/f=/V/PW KO. 106^1^ I 
20 m-C 1 8 NFM^ Ufc. B»xf/W 5 0ml ZMx., *20ml T?=IeU JfrflS-*- 
b y ^A<ptafO*W?2 Om 1 Tii&i5fci#-U $c 

is-mk^^ (4 : 1) ^W^®*^ 3- (2-^=^) -2-^nn- 
5 _^^V-3, 5-^tFP^$^U, 5-d] tfy ^v^-4-^0. 
25 1 7 5 g«r#. ^■fr^-SMB^A' (2:3) ^W^®i «? > 1- (2-^ 
_ 2 -^tiia-5-^^V-l, B-^tKP'f^^ t4, 5-d] If 
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0 3 3 g£#fc 0 

3 _ (2-^=/V) -2-^0-5-^^-3, B-^tKo-f^^ 

[4, 5-d] try ^v-4-tf-v 

^-NMRCCDClj) 

5 8 1. 82 (t, J= 2, 3Hz, 3H) 3. 87 (s, 3H) 5. 32 (q, J=2. 3Hz, 2H) 8. 19 (s, 1H) 

[4, 5-d] 

'H-NMRCCDCls) 

5 1.87 (t, J=2.3Hz, 3H) 3.91 (s, 3H) 4.90 (q, J=2. 3Hz, 2H) 8.20 (s, 1H) 
10 b ) 4- [1- -5-^f/^-4-t »y-4. 5-'^K 

p-ih-^:^/ [4. 5-d] br^9^-i-» 

[4, 5-d] try ^i?>'-4-^->'*3J:U ? t p ^9i?^-l-^^>'^ t_ 
^-NMRCCDCls) 

8 1.50 (s, 9H) 1.87 (t, J=2. 3Hz, 3H) 3.30-3.34 (m, 4H) 3.59-3.63 (m, 4H) 
3.90 (s, 3H) 4.70 (q, J=2. 3Hz, 2H) 8.11 (s, 1H) 

cj 1- - 5 - * 2 ~ (tf^S^- l-^V) -1, 

4- [5_^ 7 w_i- (2-^^V) -4-^y-4, B-^tKP- 

iH-^f^/ [4, 5-d] try^^-2— f/V] tf^^V-l-*^* 
25 ^-NMRCCDsOD) 

5 1.84 (t, J=2.4Hz, 3H) 3.44-3.48 (m, 4H) 3.58-3.62 (m, 4H) 3.86 (s, 3H) 
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4.96 (q, J=2.4Hz, 2H) 8.39 (s, 1H) 
US Va (ESI) 287. 17(Mir-CF 3 COOH) 

safcflaaso. 2- [(ir*. 2R*) -3 

_ -5-*^vV-3. C4. 5-d] bf 

3 _ (2 -y^^/U-) -2-^ Pin- 5-^^-3, B-*;tM5^/, 
[4, 5-d] t°y ^^^-4-^->-j3J:U?h9V^- 1, 2-i^^P^^f-^ 

10 'H-NMRCCDjOD) 

6 1.39-1.49 (m, 2H) 1.50-1.61 (m, 2H) 1. 80 (t, J=2. 3Hz, 3H) 1.85-1.92 (m, 
2H) 2.11-2.18 (m, 2H) 3.19 (td, J=ll. 0, 4. 1Hz, 1H) 3.80 (s, 3H) 3.93 (td, 
J=ll. 0, 4. 2Hz, 1H) 4.91 (dq, J=18. 0, 2. 3Hz, 1H) 5.44 (dq, J=18. 0, 2. 3Hz, 1H) 
8.07 (s, 1H) 
15 MS a/e (ESI) 315. 19 (MH*-CF s C00H) 

3felfc-W3 5 1. 2-r(lR*. 2S*) 2-r^/ ^^p^v^r^y] -3 

- (2-^^/V) -5-^^/V-3- 5-v?tKP^f$ ^ T4. 5-d] 
U P&ls— 4 — h 1J 

20 [4, 5-d] bry^v-4-*^*JJ;tf^-i, *- 9 s9*^*r*f&'r 

'H-NMR (CD s 0D) 

5 1.54-1.68 (m, 3H) 1.71-1.81 (m, 2H) 1.83 (t, J=2.4Hz, 3H) 1.85-1.91 (m, 
25 2H) 1.91-2.01 (m, 1H) 3.69 (m, 1H) 3.80 (s, 3H) 4.37 (m, 1H) 5.04 (dq, 
J=18. 3, 2. 4Hz, 1H) 5.55 (dq, J=18. 3, 2. 4Hz, 1H) 8.09 (s, 1H) 
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MS mfe (ESI) 315. 27(MH + -CF S C00H) 

&ft<W3 5 2. 3- -5-^^ V~2- (1. 2, 3, 6- 

rK7fcKP^y^y-4-^;V) -3. r4 ' 5-d] 

5-<j] try 

4> 5 ^; _ 2 - ^ f ;V- 2 H - y ^ V- 3 - 1 y 0 . 5 6 0 gt 

4 - tf y i^tf ;W^A7*i: K 0 . 5 3 5 g h d 10ml \Z.Mx., 
|©«T-e3ffll9 0lt»lfco i*JMfe«r»ttU 
10 «IBflS#*0. 38 1g«r#;fc. 
1 H-NMR(d 6 DMSO) 

8 3. 78 (s, 3H) 8. 14 (d, J=6. OHz, 2H) 8. 48 (s, 1H) 8. 76 (d, J=6. OHz, 2H) 
MS a/e (ESI) 228. 1(MH+) 

h) 3- (2-^^) -5-^^/V-2- ffcTUS^-4-^) -3, 
15 5-v?bKP^$^/ [4, 5-dl K'V W^-4-*> 

5 _^^ /V _2- (t°y S?^-4— ' T/V) -1, 5-S?fc f S*V[4, 

5-d] try^i?^-4-*>'*5J;tJ R 2-y^=/l'^»W K^^JK^l 1 9 d 

1 H-NMR(CDC1 3 ) 

20 S 1. 84 (t, J=2. 3Hz, 3H) 3. 91 (s, 3H) 5. 37 (q, J=2. 3Hz, 2H) 7. 89 (d, J=6. 1Hz, 
2H) 8. 32 (s, 1H) 8. 85 (d , J=2. 3Hz, 2H) 

c) 4 - fl- -6-*f-A'- 7-±*y-e. 
g-lH-^^y* [ 4 . 5-d] bfU^^-2 -^;v1 -1- U-*h* 

25 3 _ ( 2 -^P~A-) -5-^^-2- (fc°y v^-4—fAO -3, 5- 

^tKp^^y [4, 5-d] ^y^y-4-^yo. o45 g t P -n 
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df-^y^P7'f KO. 0 6 0 n 1 SrN, N-WfA^^A7§KO. 1 
OOml KM*., mm<V^Wm.T, 6 5ST?4«^bfc 0 K^ttSrJWU 
XtbVlmlJ: ^?vwn— tvv 1 m 1 SriP;U tfcJ»£r$lt5lU *lfiWfe<&4& 

0 . 0 6 0 g £#fco 
5 1 H-NMR(CD 3 0D) 

5 1.75 (t, J=2.3Hz, 3H) 3.74 (s, 3H) 3.77 (s, 3H) 5.64 (q, J=2. 3Hz, 2H) 5.86 
(s, 2H) 7.05 (d, J=8.3Hz, 2H) 7.54 (d, J=8. 3Hz, 2H) 8.43 (s, 1H) 8.70 (d, 
J=6.3Hz, 2H) 9.24 (d, J=6. 3Hz, 2H) 

c\) 3- (2-Zf^~^) -2- ri- -1. 2, 

10 3 . 6-^ b^E -5-^ /U-3. 5— ^tFtt^ 

S^V [4, 5-dl 

4- [i- (2-^=^) -6-^^V-7-^y-6, 
1H-- [ 4 , 5-d] try y^^-2-^f/V] -1- (4-* h*"5"< 
i^/v) t°y S?:s#A^n9-f KO. 0 6 0 gO^ 9/*- ^5m 1 ^^fcTR^-fb 
15 JiN^^by^AO. 0 20 gSrM> l^W*#Ufco 7K1 5ml*3W5N 
&g£0. lml SrJB*., »5n»l«r^3i^Ufc«, 5 NTKMrtr?- b y ? A 1 m 1 

u (i : 19) mmftrnzv. uj£M&too. 033 

20 g 3r#fc„ 

•H-NMRCCDCls) 

5 1. 80 (t, J=2. 4Hz, 3H) 2. 71-2. 78 (m, 4H) 3. 25-3. 28 (m, 2H) 3. 62 (s, 2H) 
3. 82 (s, 3H) 3. 87 (s, 3H) 5. 30 (q, J=2. 4Hz, 2H) 6. 61 (m, 1H) 6. 89 (d, J=9. 1Hz, 
2H) 7.30 (d, J=9. 1Hz, 2H) 8.22 (s, 1H) 
25 e ) 3- -5-;*7vV-2- (1. 2 . 3. 6-fb7bK 

nt°y ^-4-^/v) -3, T4, 5-dl t°y^>- 
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3 _ (2-^c=/V) -2- [1- (4-j* h^V'O'iW ~ 1 ' 2 > 3 ' 

✓ [4, 5-d] 0 33 g©l, 2-^or»x?y 

2ml ^^"3^ (i-^ptisf/l') 0. lOmlSrJH;^ 9 0^M 

MTU a^^^M^^^^^^^^^-lCXiltiSlU. «Bft!^*0. 

0 1 0 g £r^fc„ 

^-NMRCCDjOD) 

8 1.81 (t, J=2.4Hz, 3H) 2.89-2.94 (m, 2H) 3.52 (t, J=6. 2Hz, 2H) 3.84 (s, 
3H) 4.01 (q, J=2.8Hz, 2H) 5.27 (q, J=2. 4Hz, 2H) 6.67 (m, 1H) 8.30 (s, 1H) 
MS a/e (ESI) 284. 22 (Mir-CF s C00H) 
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rattan] 

p p p i vmmi¥m<DWife 

Rftmmmm (50mMTris-HCl P H7.4, 0. 1% BSA) K:/*W»J: 9 #e>*lfcD P 
P-I V£l OmM/mLKft5£5l§$?U £.*L*rl 1 O/i lSSfllLfc. £b 

|g£?Lfc Gly-Pro-p-nitroanilide &25 » I (MtH9k& 0.33 mM) 

BNURftfcHlttUfc. K«i*niltt2 0^2:U IN yyM25^ lipiv 



*1 





I C eo (aiM) 




0. 2 8 7 




0. 2 11 




0.401 


HJfe0d9 


0.141 


HJfe#l 1 2 


0. 18 3 


gftftl 1 3 


0. 12 5 


! mmm 1 e 


0. 2 7 2 


H1&0»J 2 0 


0. 15 2 


2 2 


0. 17 0 


mmm 2 9 


0 . 3 10 


m wj 5 3 


0. 0 4 6 9 


mtem 6 4 


0. 12 6 


7 3 


0. 0 3 3 4 


Hlfe^J 7 6 


0. 0 8 6 5 
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MMM 7 9 


0 . 0 0 0 f 


MMM 8 2 


^-v -10*1 

0 . 16 1 


mMM 8 3 


0 • 0 2 7 4 


£Ufe0H 8 6 


0 . 0 0 4 0 8 


Uttlftl 8 8 


0 • 0 0 2 8 9 


mum 9 8 


0 . 0 0 9 6 9 


mti&m 109 


1 . 4 8 


»1 1 9 


0 . 15 4 


HWJ 12 0 


0 . 116 


Hi&#J 12 2 


0, 0 15 3 


H«lJ 12 9 


0,115 


mmm 142 


0 . 0 6 8 5 


14 6 


0 . 0 8 17 


mmm 159 


0 . 0 3 7 7 


^J£0!] 2 2 9 


0 . 0 0 8 9 7 


HiS^lI 2 3 0 


0 . 0 0 0 8 9 0 


2 3 4 


0 . 0 0 17 4 


HJ&ftl 2 3 5 


0 . 0 0 14 4 


mmm 238 


0 . 0 0 119 


2 4 3 


0 . 0 0 2 15 




n n n fi 4 0 


£g%0j 2 6 6 


0.00155 


2 6 7 


0. 0 0 7 2 2 


mmm 297 


0. 0 0 6 2 2 


HJfe^J 3 11 


0. 0 7 7 5 
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mmm 341 



312 



0. 0 0 7 3 2 



. 

tHft-fb-^tts T*^U/cfflft-C, 0. 5%^f;wt;up-^ (MC) ^ 
fclHHBUfc. ^©tt^tNVP DP P 7 2 8 (*H#fF6 0 1115 5 
#) ©«**t>U<tt, j«|#lB»T?*5 0. 5%M«10mL/kg© 

10 iPS4lfc, ^/wn-^fi, 2g/kgOiitSBS4lfc. 

tte»«Wt*5J;wrvp DPP 7 2 8os#i£ttrfc^=-^»««>«#ii:«r 
^i^f 30, 60,12 o#mi^ fcj»#T^P*©ft#JR&iM^* 
ott^-f^l-WJfe^^r^o «10/fLlrSiU i£*>K:o. 6Mii»lli 
15 0 fi L|:S^t5 c Sfe&ft ( 1 5 0 0 g , 10^ 4^C, JfcSRfrMG S - 6 
KR % (80) bT^c-h^tp^^/v^-^^^^-^C I If^b 



0.5 % MCm NVP DPP72 8 SU*^^©#S4il-0 

20 v^ts 2 o^^"^"C<^ia.^-NFMft^T®^ (AUC„- 

„ n .Area Under the Curve)«Lfc. 0. 5%MC§ 

12 0, 

«W5AUC 0 . 120 ^10 0% NVP DPP 7 2 8 (lOmg/kg) 

S#»©auc o-i 20 & o % ufc £ * <z\ «Wb-&«i©W»IBakM*«T© 

25 mmm&mg. (%) = «^©auc 0 . 1?0 -nvp dpp 7 2 s (1 
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Omg/kg)W©AUC 0 . no )/(0. 5% MCW4i©AUC 
o i2o _NVP DPP7 2 8 (lOmg/kg) ^©AUC 0 . 120 ) XI 
0 0 

5 ^mm\^m^tb^>mmm^ ^ w-Mmvw**^ in v i 
voimaot, »p«#fci»), o. i~io (mg/kg) ^#fe, 

rwafegii3] 

15 : 

2 "C^ Lfc in vivo Mfc (0. 5^raMS4-) iifeW, 
0ml/kg©fflfCgP^) 

*»WIC3&»*>*f^(t«I*ft:** («f^*«8 2, 1 1 9, 120. 122, 2 
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2 9 38J:tr2 6 7*>e>ftS#»*fe»tf*t*fl5**) ±WL** 4 

5 pfiti ; M#.W i g t a r 9y h^^Ml^a±^MMi^^» 
(in vivo f$i£) 

10 fcHfrfb^fctrO. 5%^f;Vt;VP^ (MC) ^i«U 5 mL/ kg 

*H*f&a**fcH:o. B%MC»«oa«tWfl8J:t«9:#«o. 5, iW3 

0/xL*«JfeU 0. 6M5S^m^l4 0ML^^-fSo 3t'L>^HI (30 

00g> io^ 4°o urwfettfcjiflfSr^a-^ci m 

119> 120, 122, 2 2 9*5£-0*2 6 7^t>^5»*^1^5M(;: 
*$WCK JilBOi n vivo^Wot, gPSW9, 10-3 0 (m 

g/k g) (Di&s-mrQ, \,^fi<omik^ ^ h\^^xhst^i^MMmt<Dm\^ 
25 itmmsi 

Zugker fa/fa 7^ (HEM 2 ^MMfeXZkM Oj|^tl£M±5MM^ 
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^Ml (in v-ivoiaik) 

mm : Hm. Zucker fa/fa ( 0 -AO* ' !> * 9 St*> 

[»^*5«t^«> -f y LP-l OWJfe] 

o. 5s i, 2, 3^©^vm^t, *»»T*e9y h<Dm&m*m?i 

kltSMlU 3t'fr^»-^»i-- (ioooo g> 2*h 4«C) u-c 

#bKfc_hm^^^ p ^R-oto LP-i * << ^* y V**** b 

15 GWc4#W«WW> Motive GLP-1 ELISA^KUn 
co) ^fflVvOHiJ^Utfio IHH^ AtlO/iLlriAU 0. 6M3flift*HB* 

_t*jt*r^=-*C I Iir*M7=- (3(h**B»X«) Srfflv>TafeUfco ^ 
20 JIS* : 

3l$ra«*WJk#-l*ra**TWtt (AUC Glu(0 -3h) Area Unde 
r the Curve), ^fy^y y-fflitHTiSt (AUC Us( o. 2h )) ^ 
t)tGLP-l-^ftiT®i (AUC GLP - 1 (o_ 2 h)) Sr»WU*i. 0. 5%M 
25 C»4»©AUC*1 o o^iUitclHftfls^*****®^ 
^ y >- v<A-©3EfliftT*G lp- l v^vc^b^T^^ff-l? Lfc„ 
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•fiMmogft* (%) =t»W#H©AUC 0 . 3h / (0. 5% MC^ 
Wi©AUC 0 . 3h ) X10 0 

• ^ i/^ y X&tfG LP-1 U^frtDmtm (%) =*tft-ft;'a^»J9!-^»©AUC 
0 _ 2h / (0. 5% MC«4il©AUC 0 . 2h ) X10 0 

1 1 9, 1 2 0, 1 2 2 N 2 2 9*5«fctf2 6 7*»k&3#J&>b»f;h/*fl5'&'«>fc:' 
*51>TK _LiB<0 i n vIvo^llWotsftHS-lfci^O. 1^10(m 

g/kg) y (%) iGLP-i wouofc-fb (%) 

^ioo«J;9K<> »Sfte«DaS'fM* (%) tf* l o o £ <o t><£wfls<a4&& Ufc„ 

10 

[MM 6 ] 

P4 5 om#x.ism^i^2, smm<D^m« (gentest tfo&ffiw 

GENTEST^Sffr&Ufc Assay Procedure (WWW.gentest.com) fc2fS£T, PJ. 
15 mm&I C B0 SrWWUfc. fHffibfcP 4 5 O^HW**© 5 ft*U (CYP1A2, 
CYP2C9, CYP2C19, CYP2D6,CYP3A4) -efc£ e ga*&#*r£JtTfc5*i\ ibfe 
^OiU^^^^^— h y — ^— (PerSeptive Biosystems *fctf> CYTO FLUOR 
Multi-Well Plate Reader Series 4000) 5rffiV>fc 0 PJ.W3£l£fct, JbfcgfCOftlSt 

20 fc e 



3g2 



p450 ^ 








(nm) 


(nm) 


CYP1A2 


CEC 


CHC 


a-Naphthoflavone 


409 


460 
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CYP2C9 


MFC 


HFC 


Sulfaphenazole 


409 


530 


CYP2C19 


CEC 


CHC 


Tranylcypromine 


409 


460 


CYP2D6 


AMMC 


AHMC 


Quinidine 


390 


460 


CYP3A4 


BFC 


HFC 


Ketoconazole 


409 


530 



^3 



CEC 5 . . 


3^\aho-7-eitho?6^ourharln---.- ■-■■■g V »•» ^ -^ :* 


! ;chc , 


S-Cv^o-y-hydrbxvco'Qmarin^ '-k- '■ ^ VV-fr?<k' <w * - 


- .MFC j. 


7-Methoxv-4-trtfluoromethvlcoumarih -i ^ :_>*&• -.»>:*••».. 




7»Hvdroxv^-trmuoromett»Vlc6umarin . ? « ! fi. ■■**- «- . 


l.CECv -i 


7-Ethdxyf3-cvanocdumai1iv * & • 


; i CHC* 


7-H\^roxv^!C^dco0'mdrin ; - : !- ".v v- ^- •-.»* >.V- >;;».... A •* 


AMMO 


34£(N.N-aiemvl-N4methvlamin6)e^ 


• AHMC7 


3:r2-{N.NrdfethvlarininoVeth^^^ * 


• BFC , 


7-Benzvl6xY^trlfluoromemvn-cournartn : -i->t * " *' • 


- .'-3HFOt : * 


r^vdtoxv^ftrlfluorofnethvft-coumann. - A * 



5 <f^|$t$p>p:> 

p&m6\z&\,^X*&mzfri>>Z4tetV0<O-P 4 5 0 fc^SttWI&M&ffHlfi 
Ufctt*. *3SWKl*»*>*ft«»*fl5'fr« («HC3ttfc«8 2, 1 1 9, 1 2 0, 
1 2 2, 2 2 9*5*^2 6 7*>6ft5*3^fe»r»t*flS^*K:*5V^J #P4 5 
0^fioH»C©5^^S ( CYP1A2, CYP2C9, CYP2C19, 
10 CYP2D6,CYP3A4) \£*t*Z IC 50 ^10 M M«±"efcS - t *SflWB**bfc. 

<hERG ^•Y^/^ft£tf>#lf&l> 

( 1 ) hERG ^t^^ti^tSW^ SrtftX [Zhou, Z et al, Biophysical 
15 Journal, 74, 230-241 (1998)] ft ##fcfHffi Ufco 

(2) #11* W\ hERG^^^/^ate^ (subtype 1) ftifca#-&A^ HEK-293 
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(3) n*©MBa»&» attic, #v y^fta— T^^^^iSv^zfu- 

-?U—h teMMMfeM'** K&Wl Lfc 0 hERG 7"Y*Mtifcttis 7 ^Zt 

Sc^Wltfifcia^SslcT^^U/t. $]^CJ3, Axon Instruments OflttfciiffiM- 
5 *JBV\ ««E©SlflU3 J;tf*WlCf4 Axon Instruments O pCLAMP y7h!?x 

(4) hERG^^/V^SEf*, fiy*«fit-80mV*>fe+20mV^6^W^ -£UT 
-50mV — 4 5B>^OJ3tt^®^V^S: 20 #MPH^JJStC-^^^Ufc 0 jEfljfig?fct» 

10 (5) hERG ^^^mm<0±^ SfcHu -50mV lc«{fc«:;RUfcl£»c***$*L 

s^wse^— **asr/Bv^. jE^MEic-ciB^^ti/^mts^tf-^^. 

100% £ U Lfe«f©*lll© J; D x 

tJMMf© hERG ^-Y*/HWK»c»i-« JTUfW^ffi ( I C 50 ) Srgffi Lfc 0 

15 7 teSsv^#38Efca»a»Sft&&fcfb«B^ (flrlc^Jfifll 82, 119, 

1 2 0, 1 2 2, 2 2 9*5J:t^2 6 7d>e>**»d*e>»Wr^x5'fb'&*JC*5V'»-C % ) 
fcoV^ThERG^V^m^lC^SffiftiJf^ffiSr^Mffibfc^, 3 0 ;tM^±© 
I C 60 IISr^Lfc o 



20 SAT&C, miS3gM*5J:^«^J , t , ^^^^«^^^i-o 
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1. 

*uwc h *v>c a _ 10 T U «M6**UTV vrt> *v\5 ~ i ol-r 

fie^*^U-CV^^iV>5~l 0jl^9 i tiTy-A'C 1 _.T/u*A««r*!* 
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